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* j^m t -t . r«&sm&* k * »t * mmm^mt tz it ^m^m 0 
1 7 1 
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[0 0 0 1] 
[0 0 0 2] 

T^S^/fy^^yf ^-b*- I V(^T\ DPP - I VfcH&lB-f )«i> 

-*f-e£* 0 dpp- i vi±cd2 6 tm— Z-tbTFZtLt**')* 
^CiHWSifc^$*iTv>s 0 mJUHC*»t&DPP - I V*>«il»i*£fctt 

m (CflKtWOUfca^ DP P- I Vti>f >^ l^f- VC** G L P - 1 (glucagon-like pep 
tide-l)&<2> WiG I P (Gastric inhibitory peptide/Glucose-dependent insulinotropi 
c peptide) O^flHfrffc -Slotv^o GLP - 1 HHLT5i:Wx.(J, JfiLft+tf>3Mfc 
~2^t^V^± N DP P - I V J: & GL P- 1 (9 - 3 6) am i 

de* ? GLP - 1S«MU7>^^ h t Lti<^^ DPP - IVK^IS 
tlZZ. tKX Q *<Q*kmft&&%L<m%t>tl2>^it) t %lbtlX^Zo ^LTDPP-I V 
f&ttfclfl*-*-* £fc£<fc>?GLP-l ^^MPfSrWHWi - ^^ * r *'3-;**flMteflPttfc'f * 
* 'J V3iB?HEii-f a&^GL P- 1 ©3r**&3JSte#«3IS*t*^&&fc*LTv>So 
£*Lfco*£*fcDPP- I VE*ffcffl*#1-Mt^Wtt. IIWI iiiii^^t 
*v^B*fe*v*»«IB*Kr, ft&ffiJfiDHK »l**jfli«^-€-*HC#^JB*-«R*tt'fr 

[0 0 0 3] 

(1) av^fo-;!/ • -x^-r^ • h7>^77- • ^nff >(&T\ CETP t BfrSBi" * ) 




(2) CETPI&^J^fi^Vtf^T^*^-* hflUB * 
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Kb 2) 



A 




Afi^ny^^-Cfi^$tLTV>TJ:v>C6- ioTU-^* ; Wit: K n * ~> -ettffe 3 

, Cs- B^^nT^^^-CHJftSifrv^r J:v»Jit*Jk8J0LTOlt«4 tz\ifrWfcT )\< * )\<m 
* ; Ti±R 7 -X-t £fiR 8 -(R 9 )(R 10 )C- (R 7 £ J: O^R 8 14, R-S ^:l±I^ot, Cs-sv^ 
nr;^JK Ce- ioTV-^S- ; R 9 (47lt3f^£ ;R 10 f47Kf?|. ^nyv, 7^K«* 

Hk3] 



A 




{±0, S££f4NR 5 (R 5 fi7fc^> ^*i!c6mToitMi/c(i^^T;v^;v^/c(i7x-;v 
Sr^)* ; RMiCs- ev^nT^JK Ce- ioTU -;H£*r ; L43 XXTTit, m—ttz&m 

Hb4] 




[0 0 0 4] 

(3) ranpifi*fiufl 5£ 
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Mb 5] 



A 




liC3-r>^7MJK ^*»8£HTOi[«Sfeti«-ttJRT>U4r^* ; TfiR 3 -X- £ tz It 
R 4 -(R 5 )(R 6 )C- (R 3 i3«J:y f R 4 «, IWI-^fcJiM&oT, Ca-f^DjHlK Ce-io 

(4) »^ffl**-r*, a 




fctiyr;v*^75 / t^*^* ; te&xxnste, — 2ra*co-Y (yh 7 >u 7* 

n*5/*fctt^Ntt*3l*^-*-K «^-(-C(R 9 )(R 10 )-)n-X (nlil-3©*** ; R 9 
*J:tfR 10 tt»:£L-C;jc*, 7***** ;Xtt^n^> % OH*^t)^t/7t] 
3 *L<Mfc-&* 4 5 #JH) o 

[0 0 0 5] 
(5) DPP- I VKWflUB 3ft 
Hfc7] 




[^^> Rhi**£fc*±fi»7>i'*/i'*: ; R'^^^^T^tL-etLg&stL-c^T 
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y s □ V >i$XZ timWM £ tiX^X i V l 7x- ^/Sl^s Sr^jK"t * ] "C^ £ fr<i> * 
(6) DPP-IVIIflfliW, 5£ 



lit 8] 




NHR 1 NHR 2 



xtiNSfctiCR 5 (R 5 {i7K*t7^(±1g:^T;v^;v^^i-) £ ; R 1 £ ± t^R 2 terns. 

n^fcli7V-;^^L ; R 4 {i1g:j^7;v^;v^^^-r] ■C**tL*'ffc'fr*4 fci^^I 
(#^*ic7#R8) o 

[0 0 0 6] 

S^R^W099/41237^>7 W h 
2 ] Bllgt<2rMW098/04528-t/" ? ^71/7 h 
[#!Mi£ 3 ] *@#f^62l8431-5§-f3#ffi# 
[#ra4] ^S#f^^5925645-^^^# 
I#^^5] SI^<&M^W092/20659-f-/^7l'y h 
6 ] ffilf£2r^M003/068748-5!-^ > V V * h 
[#lMtI£ 7 ] U|5§l<2r^fl§W003/068757-^ > 7 y f 
[^If^HflTF] 

[0 0 0 7] 

[M 4: ^^-T * * <£>¥!§:] 
[0 0 0 8] 

*3&W5>ti\ try ^>^«0 3^^2fliiOlI^^7K^* 5 £:^LTSm$tL-Cv^-Cfe J: 
[ft 9] 



R^JH^RMira— *fci±**of, @&$;K/cv>t& <fcv\^fb*3S&£x 
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Q fi*^¥ ;£ £ J± 2 ffi om^K'fkTK*^ £ > 

* - >i/£ t £ tt& £ ftr v> t <i> J; ^MtkM *^1"o 

fcrtf U Xi J x^->* ;w-K^;i^-tr& a # , . Q li 2 fa*5«M*#tffcfc3!Safc*7F-*"] X~m 
[0 0 0 9] 

1) (i) ; 

2) xx^2ft.&Tis)v&&jj )\s#* :: s)i'&x'$>z>4t&%d (i) ; 

3 ) tt&m ( I ) o^n K?y^; 

4) (I) *fctt*0:/n K^y^fc^LTftSliaS ; 

5 ) ttSfc^Rfr • ifrBttU-e* aUNE 4 ) SB^O^* ; 

6 ) mmm^^m^m • »«5W^* £ taia 4 ) sam^ism ; 

7) • ?&«#j-c*a«riB4) fB«ogas ; 

8) jESHgo^w • -c* same 4 ) K«t«>ESi ; 

9) ft-fi-W (I) 4fctt*O^DK?y^mU4*^f/-*B«l; 

1 0) ^7^- Wv^^v^^T/f-*'--*?- 1 v-e&£ii(ri5 9) iamoia*^J ; 

1 1) mmmv^Vj - fc%mi*m&-rzte*>v>> it&® (i) 4^«o^k 7 ^ 
K7 y w&m ; 

1 3) wain^^i* • temM*M&-r&tz>t><v> \\&m (i) sfcti-e-^n k 7 

14) Kfcffio^R -fb^» (I) ifcliWnK7?^ 
o^ffl ; 

1 5) ^7?^- -tfifiWai (I) ttzli-tozfvFJyro 

16) ' ik&m (I) 4fcii-t©!/n K9y^*W?UttWKK# , r*i4:* | lt*fc1"*^ 

17) ffc^-to (I) i^(±-?-0-/n y ^^BffL»tctg4-r^,i<h^#m^1-^>. 

is) <k^% (i) ifcttt©^n F7 y^*w«jtt»fc«:#"*-*ifc £#m£1-<2>. 

19) (I) Sfc»i*o^nK9y^ r *i«?Uft*t!S:#-*"*ifc*W«fc'f*- 

20) -fk-a-W (I) i^rfi-eo^n y 7*mi\MtoK&!*1rZ>Z.t 

[0 0 10] 

«*Lfc^^^— tf|fi*ftffl«:*U *R*O^IW • %3&M%i?t L 

x^mx&&o 
[0011] 

£JLT, 5$ (1) +©&K-5-o£«fcov* 

R 1 *feliR 8 t»^$*t* nHfe5*iT^T<> J:v^-fb*c»J TR'fbTK^J 
i: Ltii, 0Sx.tfCi-io7/l'*/l'2k Ca-ioT/i'^-^*, Ca-ioT^*-^*, C3-10. 
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-y^UT^^-^&, C3-io->^D7;i'^-;Vi, C4-ioy^D7;V*^-^ Ce-i4 
[0 0 12] 

Ci-ioT^^r^fc LTJi, tfflxJf, >f;K -x-^/K ^nt>, HvfuM 
;K :/f->K -fvyfJK tert-:/f-;K ^vof^ 

l -if;v/n tf;v % ^VA^y;v, i, i f-^yf-ZK 2 

, 2-V^^)Vf^-)^, 3, 3 -v^?-;i/:/^;K 2-xf;vyf;K ^y"^)V^ ^-^-f- 

2-*^)U- l --/n^^;K 1 -/f-;v, 2 -yr-;K 3 -7*-r-->K 3 

- 2 -t*t- — l -^>-r — ;K 2 - '•Ox — ;K 3 — ^^x — JK 4 -^>-x — ^> 

4 — > f-zi/— 3 ;K l — ^\3r-fe— ;w 3— ^^r-fe — ;k 5— ^^••fe— ;k l — 

C 2 -ioT;V^r-;v*i: Ltli> .x*--JK l-^ntT^K 2--/on°-;v N 

l--/x-;K 2-t'x-;K 3-:/f-— >K l -^>x-;k 2-^^f--;K 3 
y^-=.)V^ 4-^Vf 1 — 1 -^*~> — 2 -A^fv^K 3 _a^vc;k 4-^ 

[0 0 13] 

>-r;K n^v^K ^^UAyfjK n * ? x;K tT->^a [2. 2. 1] ^ 
7^;v\ tr->*n [2. 2. 2] **f-;K fcfv^n [3. 2. 1] **^;K e->*n 
[3. 2. 2] ev^n [3. 3. 1] tfv^n [4. 2. 1] 

, tfv^u [4. 3. 1] fy^ta^mJ bfi&o 

C3-i<r>^ nj^-^St Ltlt ^Jx-ff. 2 -~>^n^?v-r>- 1 ->f >K 3--> 
^n^>fV-l-'fJK 2 -v^n^^f-fey- l --f;K 3 - n^^-fe>- l --f 

C4-io">^D7;V*yi-^*tLtii, 0lx.l^ 2, 4 n^>*i>x>- 1 - 
2, 4-y^nA^ti;xv-i-^;K 2, 5 - 9 s9 u^^V \ JU 

C 6 .i4 7'J-;Hi: LTii> #0xJ£> 7^-;v> -t"7xjk 7>HJ^ 7it>F'J 

;K 2 -T7x;v&if>W3: Lv^o 

[0 0 14] 

*>*n^*S/>i0 ; C 6 -i47'J (M, 7^-;K \%mW£MW& (M 

^7^;v) ; Ci-6 7;^;vi x-f-fr) , Ci-eT^*^-*^* 

tert - y h '> * * tf=-)V) h Z> g^T?^ ^ * %> 9 S $ *LT v» T ^> «t 

75^i; Ci-67^;^;^-;v75;i >f^^-;V75/) ; T ^ v' 
s& ; Ci-67jv^^-*;v*'-^i (M, r-fef-^ ^v7^/^f;K -fv^v^y^r 
;v) ; Ci-e7^3^y-*;v^-;vS ($k ^ h ^~>*;i/^-;v, h ^r->*;i/**— ;v 

ffliE# 2004-3110489 



#12003-373776 



7/ 



; i-zm^^uyym.^- (0IU 7^1 &Sf. AX> 3?X) 

£*ltv>t& iv^w^w ; l -s-oo^nyviE^ (#!k 7?l> 

(iv^k^^tLTv^-c^ iv^;i/7 r •tW ; fc/usj?* ; t: Kn^vl ; l ~ 31® 
<D»urvlSL=f- m, 7 7f, Jfi3R, AX, 3^3R) -?§&$*v-cv>T*> i^Ci-eT* 

;C 3 -ioy^D7;v+;vt#yi (i, n^->;v**i/) ;C7-is77^^* 

^-^rv) 1 ~ 31@?VM3^;/Iji^- (#k 7^11. &St> A*, 3 75#) "C 

fii££*LTv>x & iv>Ci-67^#JVf (#9. .j**-**-** if*f*) ; C7-13T 
(0iU *o*J*+*) ; C6-H7'J-;vft* (#k 7x^vft, 1-y 
; ^;v*S ; ->7>i ; 7V Ki ; - b o« ; - h n vi ; ^n^>®^ (#1 
> y ?m, AH, 3 731) iWH^tis, 

[0 0 15] 

C4-ioV^n7/l'*^x-;V*, Ce-u T U -^3fe, Ct-isT 9^*^36* 

•C«^LfcW*;^nr>JK : f 7';$, A*. 37#) * «t ;w^-f 

>Hfe^t,aiftL4 1 ~ 3-HOHt&3fexe&$*LTv*T*> J:v»Ci-6 7^*/Hp (0!U 

/K if^) ; ^n-yviK^ (flU 7«yf, ttX. Af#> 3 7*) £ .fcrf #;w^^;i/» 

;K i-yw<=.)V) ; c?-i377;v+;H ^>y^) 
[0 0 16] 

R 1 * £{±R 2 -e^£*L& ratfc$*LTv*Tfc J:v»#HbfcX*J SFtt<liC 3 - 1 
$ ttr t & «£ v> c 1 - 1 0 r ;v * ;i"Sfe-c * & 0 

[0 0 17] 

%&wmm^&e>ft&%W£L'Cte> («k 2-7'J;k 3-7';;v) . 

. e^y-;v (#u 2 -try 5 4 -try 5 -7-;k 5-trys 
6-try > tr>;^y-;v (flu 3-tru^y^;K 4-tTv^i?-;v 

) , tT9^-;v 2 -tf ^v^-;v) N tTn'J;v i-tTnU;l/ % 2-t'n';;l/, 

> tr^^/'j^ i-tr9vv;v, s-tr^v 1 ;^, 4- 

if7VU;v) , f7'/'J;v (^J> 2-f7'/U, 4-f7V'J;K 5-f77*'J^) , 
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-^-2-^^) > hVT'/y* (m, 1.2,4- >nv-;v-i-'f;K 1,2,4- bur 

v*-;i/-3 ->f >K 1,2,3- h V 7'/-*- 1 l,2,3-h'J7'/-*-2-0, 
l,2 1 3-h'J7 , /-JV-4-'f^) , ff7 , /'JJl' fh7 1 -'OK 

7 /u - 5 - 4 ;v) & ; * ^ v ;v («u 2 - * J v ;k 3 - 

jf;yjK 4-^^';;v) , (#!> 2-^^V i ;;K 4 -^V 1 ; ;v) > 

*-9-V;v (flu 2-*y*^V;v) . ^^v*7V;v (0iU 2-^vy7'j;K 3-^>V 
> ^<>v^^-;v 2 3 -^o-y*^^-;u) > 'ovf* 
*-9-y;;v (#k 2 -^oy^^^v 1 ; s ^^v*f7v*'j;v (m. 2-^/ , /f7y 

-2-^Ov) , >f>KU^ (#k -f > K-;v- 1 -'OK > K-;u- 3 ->f ^) , W > 
?W (#!k 1H-W vyy—Ji/- 3 -'Ol') tfnntr^v-^ lH-fc?nn [2 
, 3-b] t'7v?V-2-^;K lH-tfnn [2,3-b] fcfV v>-- 6 ->f >l>) > << 5 ^V* 
IfVv-Jl/ («, 1H— 5 [4,5-b] \£V s S>-2-4 fr. 1H->T5*V [4.5-c] t? 

>; y > - 2 - 'f ;v) . 4 5 we ? v—* (m, ih- «f ^ y v [4, 5-b] t?7^/-2- 

[0 0 18] 
[0 0 19] 

-e®&£*i-cv*-c*> iv^Ci-67;v^rJH (0U >*->K j^n^vm^ (Ms 

tiz 1 &v>L3 4log&&'T?®&$*L'rv>-c*> J:v>C6-i4T';-;v* (Sf i L< i±7x- 
[0020] 

ttrv^-ci J:v>, Ci-ioT^*>Hf, c 2 -ioT;v^--;vS> C3-io->^o7;v+;v», c 

3 -io->^n7;H-JVi, Ce-i47'J-*i, C7-13 7 7)l<*)l<&& X ^Cs-is T U 
r;i-7--;v*; TV^3fe*^featffLS 1 * fctt 2iaogg|*t?fi^$^t:v>T^ J: ^ 

^dth-^S, C6-i47'J-^i, C7-i3T7;v4r;i/^ xtfd-izTV -;vt;v-7- 

ttlt ^tt-PttfrieR^/ctiR^-^^tL^^bTjc^t LTfltoL 

£ *L5> C 1-10 T;V^r^> C2-ioT;V^-^*> C2-io7^*-^*, Cs-io^^nT 
C 3 -io'>^n7;v7--;^ Ce-uTU ->Hfe> C7-isT9)W4f/i/3feiJ it^C 

8-13 tu -/utju^— -etL-etLM^nrtg^e^ 1 ^v^ts-d^fi^^^^rLr 

v^Uv> 0 Z<DX : i%W&&kLXlt, flflxtf, ^n^7Hf 7^^, tfX. * 
3->5R) ; Ci-67;V3^y-*;i/!j?-;vi («. ^ bdr'>*;v^-;v, 

tert-Xh^r->^;v**-;v) ; C1-6 7;v4r * ; ->r^^; Ci 
-10 t;v^t;v^ (^!1s ^^;v % yntT^, 'fV7"nif^ -e^y 

mSE#2 004-3110489 
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[0 0 2 1] 

3 4v-*;v5K-;v^ ($k y h*~>j&;i/s}?-;w j. h ^->*;i/5K-;v, T'n^dp^*;^ 

>K-;K tert-y h^r'>*^^-;v) , C3-10 V * n 7 fl/^-J^ — i3 )Vtf=.jl>& ($k 

n ."O *\ n^\^v';i/^;v^^;v) „ Ce-i4 7 V * ;w-*f— ( 

BI$W;7^i^l^tLtit *y -£ fcttV-Ci-io'r*'**73 y ($) 
, ^f;V7^, y>f;V75^, xfjV7 5^> ^Dt>75^, 5> 

•7?)\>7\J) , ^/-f^tt^- 02-10 7^^-^7^^ (flK ^7'J;V75y) , 
y-J/;liy-C 3 -ioy^n7^;V75^ (01, y^nA^-»V7$;) „ Ce-i47U 
-;V7<y (flK 7^-;VT$y) . ^y - * fc»4 v- Ci-e 7^^;V- * JV^-^7 5 
J (tfk 7W7^, ^nt!t-)V75y> y^/^f;V7^, 4V"f9 J 4frT\ 
y, 4 V^sZJ -f;V7 5 y) , Ci-67;V3^y-*;V^;V7^y (#k yh^~># 

, Ci-67;v=3 + '>-*;vjK-;v-Ci-io7;v^;v75 y (flL n^>*^-^ 

^f^7^. tert-7'h^r->*;V^-;vy-^;V75y) . C3-10 y^D7JV + ;l/-A^ 
**aji/7?; CWU y^D^>f;v*;wf-;v7^, 9 s? n^s^r->;v*;i/sj?— ;V7 5 y 
) , C6-i47V-;i'-*^*-^75^ (fl, ^yyM;v7?^) , C7-i377;^;vt 

R 4 -CjF£*L£ |"fi&£*i-"CV*T*> «fcv>7 5 y*J 14, Jiff L< l4Ci-67/U*^* (00 

5 y*t?ab^>o 
[0022] 

LttzltQX-TFZtiZ r 2 faO«*Kj&fbta**J tLTl4, ^x.(fRSStl ~ 1 0^) 2 

(1) Ci-io7;V^rl^> ($k -CH2-, - (CH2) 2-. - (CH2) 3-> - (CH2 
) 4-, - (CH2) s-> - (CH2) 6-, -CHCH3-. -C (CHs) 2-. - (CH 

(CHs) ) i-> ~ (CH 2 ) 2C (CHs) 2-> - (CH2) 3 C (CHs) 2-) ; 

(2) C2-io7;V-7--V> («, -CH = CH-, -CH 2 -CH = CH-, -CH = C 
H-CH 2 -> -CH = CH-CH 2 -CH 2 -, -C (CHs) 2 -CH = CH-. -CH2 
-CH = CH-CH 2 -. -CH 2 -CH 2 -CH = CH-, - C H = C H- C H = C H- 

, -CH=CH-CH 2 -CH 2 -CH2-) ; 

(3) C 2 -io7;V#-V> (M, -C = C-> -CHz-CsC-, -CH 2 -C = C-C 
H2-CH2-) fth?ifim^hti&o 

2 m<OMVt&k4t&M&te> ff*U<ttCi-io7^*l^>4fct4C2-io7^^-V>x £ 
fcfc«FSL<HU -CH2-, - (CH2) 2-, -CH = CH-*m^o 
[0 0 2 3] 

L14. U* L< J4Ci-io7;V^W->-e* *K $ i L< t4-CH 2 -& fT'fc&o 

»*L<»itt^#. -CH 2 -> - (CH 2 ) 2-. -CH = CH-^t*T?ab^>o Q}4, # 
[0 0 2 4] 

x-ctf$*l£ r7-»i/3fej tLXii, MK.lt. S:-C0R 5 , -C0-0R 5 . -SO 
2 R 5 , -SOR\ -P0 3 R 5 R 6 > -CO-NR 5a R 6a . -CS-NR 5a R 6a R 

em^tt-CV^T^ «tV?^^4r^-t 0 R 5a 45<tO f R 6a i4 > ®-t tz&m% o T, *3RIK 

ttiSE# 2004-3110489 
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[0 0 2 5] 

r 5 . r 6 , R 5a ^ ?zitR 6 »x*m2tiz> m&zfrr^xk x^mmmM] ti^xa, % 

'-Cli, #flx.i;r> i*L?»5-7j|OJMI**3!r*lfett*8IUfefc, 1 *v>L 2 IS^MItJIT-Sr 

°^mmwmm&<oi&m-%wt\^x\t, fnyy-^ i-envv-;v) > tr^ 

(flu Myy) . -=e;i/*y-;v OCT. ^^tv)., f-**>u* U — >v (00 

(flU A+t^f v>"f ^v-i-'f;!/) . tWJy-Ji' (#k *^t7V v>- 3 
--f;v) > fryjVi* (flk f7'/'J^v-3-^;v) x 'f^'/'jy-* (0IU 4 
5^v;^>-3--f;v) N t*y>f5r/yyi* (flu 2-t^v^5r/ , jy>- 

1-4)1,) „ v** V 4 5 ^VV v>-;V (0IU 2 , 4 -^t^rV'f^ *V'J v>-- 3 - >f 

;v) . yt^rvt^tvu^-^ (« % 2, 4 - y**v**t , /y - 3 ->f > 

yt + Vf7y'Jy-^ ($k 2, 4-yt^Vf7y J, Jy>-3-'f)l') „ y**V>f 

y-f^K-V;v (08> l, v>f > K-;v- 2 --f ;v) > **v**^7 

(0k 5-t^rVtW7V-;V-3-'f^) , t^vfryTVJJV ($k 5 
-**V*Ti?T*S—fr-3-4 As) . (#k 3-**V^?^> 

-i-4;v) „ y^-drvb°^9^-;v ($k 2, 3-yt^vt^7^>-i-'f;K 2 

[0 0 2 6] 

R\ R<\ R 5a £ ^liR 6a T'^$tt-2> rS^l^ttTV^Ti J:v^#S&3£J W\ mfe"Tffi 

1 L 3 liOg^S^^r LTV^r & «£ v> 0 
iOi^ifilStLTfi, «x«k HrER'ifcttR 2 ^*^* l"£Hfc**afeJ ^ 

mw&mz, jfti<iii-3«^ny>a?- (#k -7^*, mst> 

[0 0 2 7] 

r 5 ** j:ipR 6a #B»* a shrike t H^ts nt»3*iTv»rt> -fcvvg-fiaas 
^<aii«sK^ seesaw?, ffin%L?-)$£v t &mB.=?"frhMtfti'2> 

AfDg^J: 1 ftv»L21B#%LTV>T<> J:v»5~7HO^a3lt«3RII* t ^f ^tL*o ^ 
t^7^A */i/#y>, ^*^e;i/*V >&^#*ptf bti&o 

[0 0 2 8] 
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[7'Sfr&] (DftMftW t hX *;V5JK *;i/sK4r">;K *;V^^B^JK Ci-e7 
fr*fr-f> frtf-fr ($k 7-t^JK <fVs'9 J 4 fry 4 V**s 9 J 4 > Ci-eT^ 

->K tert-T'h ^tf^**-*') . Cs-ioV^nr^ + A'-*^*-^* (ffik 

^>V>fJK l-t7h^JK 2-t7h^f;v) > Ce-MT'J-^**^-*^*-^ ( 
-9?g N 7 -x^;v*# v#;v*K-;w -f-y^-frt^'y^ifr^—fr) „ Cy-iaTy^^^t^v 

fr*fr&X*s fc&vMiv 7 fi&S*ifc#;WN*^'f ;v («u * f-;i/*;w**>f ;K ^*f-frii 
fr^^e^fry v^f-fr 4 fry yif;M*At^K .x.^;v> ^;v#;w^-f ;v 

*VM4^1tSI$ti.-CV>T *> 4v>#;Ws^E>f fr-Ci-^Tfr^fr-iJfr^^^ ^ (#0> 

;W<c^;V 7x-^)!i^^) „ Ca-ioviJ' D7W-*^^ (0k 
i/^n7"new^^) „ C7-i377JV^JV-*^^^;v (tfik '<>v>;v#;w* 

(#!k 71-^)1'*-^) , t Kn^->ti^$^-c^tUv^lftIt-* 
(#k MuW-frUfr-ft-fry fc'^'J 3V „ CisTfr^frXfr 

^ ^ - ;v ($1, ^f;i/^;V7-f-;v) s *f-Jtii frrt*:^ frta ¥&W^f bti&o 
[0 0 2 9] 

XXTFZtiZ rr->^3feJ »4, $f£L<l4, *^*>y^ ; * -r ;v ; Ci- 6 7;v 
a^-y-Hfr^^fr (#U ^ h 4r ->* a. h dr->* -futf**s1ifrtf 

-/K tert-r Hr5/*/nff-A') ; 1 - 311<7V>n^>lI^-r-g3&$*L"CV>-C& iv>C 
i. 6 7;^;viT^; &&^{4vtt&$*L£#;w^'f ;v (0IU ^ ^;v#;w<?^ J- 
"f-frii fr^^ej fry frli frs^J fry Vz-'f-fr'ftfr'^'i fry x-f-fr*f-fr1)fr>^ 

*4fry -fuySfriifrj^J fry fj7^tnif-;i/*;w^^^) ; i~3i@?VNn^ 

>k=? my 7 7t, mmy 3-7*) t-s&s*ltv>t*> j:^ci- 6 7;v*;v&-?? 

•=Ey- $>2>^tei?m&i*tlX^X i> X^Ufrs^cJ fr-Ci-6Tfr*rfr-*fr'**'{ fr (01 

jj frt^-i fr **f-fr1] fr'^-i fry % fr'^J frX-^f-frf) fr'^^4 fry V *f-frl3fr>* 

i-f fr *7-frj] frs^J fry V* 3-fr%frs**4 frz-^-friifr^^Jfr). & t*x~$>& 0 £ 
[0 0 3 0] 

XXTjiZthZ [WmZtlKK Kn^r->1J hLTtt. 0UxJ4\ -?-*L-f tLMm$*LTV>T 

D7;^-;vi, Ce-^TV-^^ C7-i3 7 7^^;v*^«kU f C8-i3TV-;vt;V'7-- 

Ci-ioTfrZ-fr&y Cz-xoTfr'r-fr&y C3-ioy^D7M;vi> C3-io~> 
tUTfrT-frmy C 6 -i4TU-;V^ C7-i377;V^^*45«tU f C8-i3TV -^7^7- 

^tffaL^Ci-ioT^^;^ Cz-wTfrtr-frmy C3-iov7a7M;H> C 3 -io~> 
^n7;vr-JV*, C 6 -i47';-^. Ci-izTvfr^fr^^^Oi-izT') -frTfr* 
-frmty ■t^fimmm^HW.K l *v>U3OT^tLtv^fe iv^ 0 d<^J; 
^^g^tLTti, fajA{4> ^nyvil^ (f?0> 7'y^> «3R, *St, a**) I * K 
n^v*; y7/S;^nm : P (^il> 7?1 3^^) - **#*'^ 

**J:O f Ci-67Ji'3*y-*^-)l'i (W, tert-^b*^*^*-^) ^"b^tftL 
& i 4^:14 2-f@OTO^T'ttil$tLTv^T^ J: v»Ci-e 7^*^36 ^^yym^ (My 

mUSfc 2004-31 10489 



#M 2003-373776 



: 12/ 



7y|, 37fg) . #*#*$/**:&J;a r Ci-67*3*~>-**#-*» 

m. tert - 7* h*~> #***-*) **fe«if*t4 1 4fctt 2fl©1»ftafc-e«fc3*LTV»T 
<fcv>Ci-67*=i3 i ->* ; Ci-e 7***- * ;v**-;i/* ; ; Ci-e7* 

3^y-*;v**-;H (#k ^ h^y*;^JK x^y*;wfa;v) ; Ci-io7** 
** (m, >f;K j^*> ^ntX.^v^ntX **^>?-*) -e-tyfcavMiy 
S1&£*ltv>-c*> iv^;v;^^^i ; Ci-io7***3fc (#U J-^/K 7*nii° 

*. -fy^nif/u, ^t^vf^) -e^ey <fc&v>iii;fi8i£*vcv>-c J: v*r $ ^* ; c 
i. 6 7^;v-5!/;v^-;v7 5yi;Ci.67;^jvi (flu if*) isitfCi- 

*i* 1 * v>L 3 3 *vcv>-c<> J: v»3S?#««*5l» ($)> 7 U ** 

*. t^ftV'J^ f7 7'JK ^fV^tV'JK fh^y^v, t*t^77'^v, 

[0 0 3 1] 

tiTv^T^iv^ Ci-io7****, c 2 -io7*^-;^ C3-10 D7;v^;vi, C 
3-ioy^o7;v^-;vS, Ci-uT'J-**, c?-^?*******^-^';-* 

Ci-io7****> C 2 -io7**i**, Cs-ioy^n7W*, C3-10V' 

^oxj^-iH, c 6 -i47';-**> 07-1379*^***^1^08-137 y-*7*-7- 

flirELfcCi-io7**-*&, C2-io7*^-*^ C3-10 a s9 n7***&, C3-io~> 
?07H=JHt, Ce-uTU-**, C 7 -i379****i3 £^08-137 V -*7*^ 
-**tt, -ttL-r*t1ttfe¥ffi4te«fcl 4v»L3ffl<0«**Sr^rLrv»"r"b J:v» 0 
HiMiLtli, «rfBX-C^$*t*«»§tLfet Kn^fi/3fet*HU, Ci-io7*** 
*& if K # It £ 1 1 T^J^ L £ & v> £ & o 
[0 0 3 2] 

Cs-ioi^nr****. C3-10 y^n7H-^i tfC^io y^nrj^^jv 
iit, C3-io->^ or;^;H, C3-ioy^°7^-^iy f C4-ioy^n7;v 

u^i^ifciMfc ltw\ flUtf. IfrieR 1 4 £iiR 2 -e^£*L£ r$Hfc*c**J fct 

T^L£C3-io v*n7****K#tt&S&*i: LTfffl^ Vt: <D&mf h ti&o 

Tfi^$ttTv>-c «tV>Ci-6 7***31 («U -*?-*> if-*) I^d^^ (flU 
7?«, JUS, 3 7551) &if-?fca 0 
[0 0 3 3] 

xii$f£L<ti, 7->**-e*>)> SfeKffiKi^ *>w<**r* ; 

Ci- 6 7*n*v'-**'K-* ; 1 -3fl|0^nyyJK^F-ClUftS*LTV>Tt J:v»Ci-e7 

ffifE4# 20 0 4- 3110489 
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[0 0 3 4] 
[0 0 3 5] 

ft-frw (i) JSTFofls^ww ibtt^o 

R^itfR 2 **, H— Sfcli*3:o-C\ C3-10 v^T)^^ (0t L<ti->* 
n-/nt?;v) , Ci-eT/wa L < l±* h * v-*;w^*-;v) &4f 

r 3 ^\ \~zm<D»uy-sm.=¥- (m, y^m, our. a**) -ee&stL-cv* 

L76*Ci-io r;v^r V> (0t L< fi-CH 2 -) ; 

Qj&**S£^ Ci.ioT;v d f i V>'t^:(±C2-ioT;V^-V> (jfJL<li»^¥, -CH 
2-. - (CH2) 2-, -CH = CH-) ; 

^>I^tf^ $ flX v> X i> X ^ C 1 - e T )V )V&X ^ J h 2> VM± 3? g& 5JLfc* * 
;i/ ; * fctt 1 ~ 3lKO^n^;/jlu=--T?ffi3&£tLTv>-C & .t^Ci-eT^^^^T^y * 

[0 0 3 6] 

n&m (i) ©sattt na^»tctt=#§tt*dfi**»*L<, z.<D£i%i&tLx 

It, flxtf, «^i:<^ «^i:<^m> i«t«S, tiBli:©t, *2fetfc£ 

m^m. vw/is, 3>^Hk ';^=m> ^v-e^ 

[0 0 3 7] 

Lxtt&® (i) Kmt-tzit&m, *nm\£ti)jjfaMi*z*i&z-\*x4Msm d) 

fcbfEijf 2004-3110489 
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\zmttMt^x-h^ 0 it&lh (I) ©yDK7^tLtli> ffc^-ft (I) ^75; 

i^rvMb, 7;v*;Wb, y ^m'fb^tL/c-fk^ (flu lb-S-% (D ©7 5^i#^ 
W;Wb> 7 ^yf^T?;***-^ (5 2 -**v- 

1, 3-S>**V l/>-4--f X/) h*->#;i/*K-Mb, f >7tKD77-Mfc, * 
n«J^^fMk> £/<n-f ^t^f->^fML tert-^MbStLfc-fb^fc if) Mb 

(i) (07Km^ t Tv';v'fb. r^^Mt, y ymt, *tjmtzixtzit&m (m, it 

(I) <D^m&1fi7 + Mt, W ;Wbs yn^v-fMk, fcf^n^OWb, -fr 

^v-;Wb> 7v;Mk> 7 9-Mk, y>f y>f-**>u#— MbStLfclb^® 
fcif) Mb<&» (I) OAJV^vWi^fMk, 7 5 KftSfrifc'fb^W it& 
% (I) <ft#;v**^>;v^*^f-;vx:*x;Mbx "7 jh— ;vx\;*-r;Wb> #;v**3rv^ 7-^ 
jc^xJHb, s» f-;v7 5 y >^;i/j^r;Wbx fc?;<n^ ^tdf^f^x^fMk, 
>*i/#;i'jK~;v:j-*v'^;v^xx;Wb. 7* V ^jvxxfMk, ( 5 ^;v- 2 - 

©flS^lfett £ o Xit&%0 (I) *»^>«3t-r4ii:**T?S*o 

* fc, (I) <^>^n j£JII#/£l 9 9 O^TU rS*iB«>M»J 

^ISfM 6 3I*bl 9 sjfKfemsfr-cv** H 3 ) fc, £g«J*#-*Mb'&*& (I) 
iff & i> <DX$> o x & ± v> 0 

ft** (i) «\ wffcx* («, 3 h, 14 c. 35 s. 125 1 %zx*mm.zti 

tv>t& x v^o 
[0 0 3 8] 

ffrfrW (I) 4<:ttWnK9y^ (J^T. #te#$&Wfb^fc "MM** 
ItnitHiO, PiUSbM (0U th, V7^, 5-;I>, 4%, "7~> 

&vM±Mfi#M/6*/Bv>*b*u B^»aifc;i3»tajftJ&SU »iR»J> *te-*U J***) ; fBL 

a-fbT*^^^. mf'J^ tt*-fe*n-*, fl£g&S?fc Kn*->-7>nfcf;Hr;v 
n-*, *;v*^y^f;v-b;VD-7xthV7A, 75 tfT^A> 7"^?^ SK^tK^ 
^-7"^ $7^5 > n-fll7;V5 v«7 A&f rtWf Ibfr&o 

nn-f Ki/'J *^if^lfbtLSo 

MW?]<D&m.%mt Itli, ?L*U fill, r/7>, f ;v-t;H7-*. * 

[0 0 3 9] 

jjf'jxf- W^y Htnnyi, ^-y-^M. 
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MKZ&lgtf bilk* 

* & if ^tM^^ ; #y v;v*- Mg> #y **^j.f-i/>Wbiiv?/«i3a:4f#**f 

y;i/fcfh-;K y ?>tL*o 

^;<;vt-A, *r*f T& if^lf <btL& 0 
[0 0 4 0] 

(«. ummtu m&M%i?) „ ^v-;k (rash) , 

n # 7"-fe ;v & if) -cab o T & i v> c 

flitii, £jo. i-iooM%-e**o 

[0 0 4 11 

;u#if) , j!0Hft£!l (W, #;v*-*->^?-;v^;vn-*#;vv^A&if) , *S^J 0$I> <* 

#y \£-fr\£u y K^fcif) £fctt»iR*l ($)> ^f7 , J , /»v^J/7A 
% #y jcf-^y^ij 3-;v6 0 0 0 ^ if ) & if *$jba LTJE^«L, ^-C^H^J:«J 

litt7^M3-f^ >^»K 1£M£7>r >^»#Jftif3Wtf e>tt* 0 
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j^v^vn-^ft^^vn-^i^T- ; #U e-^T-lri'-JV^f^T^ T-fe 
y-- 7;i/*;v^ 9 7 9 x ) V— F3*"'J -7-E O'f K?^f v Y E (fl£iS£) . 

— 7s yfV—V, Kn + i/'/n if f;v-fe;vn- 7-fex — ~>^ — K * 
;v^^i/p<f-;i/ji^;Hr;i/n-^, SfcM? * ;i^-te;vn ft ifO-b;vn -^itS^ ; 

7^'J^3#'J-7-LD (t^ K7^y M-3 0D5 5 GSnp£) ^ n-^7rK 

^JM*?* ji/Aa-f-f >^3fcfflfc Ltli, 0Ox.fcr. xfJH:JVn-Xft t'o-b;VD- 
^il^lT^TM^^^T^'JWf^^'^-RS C*4 K7^7 >RS (Si 

[0 0 4 2] 

Aft if) . «#5ffl (flk p<^;w«7^>, yne^7^>, ^>y;v7^3-^, * n 
n^*y-;v, 7^y-;vftif) > «5R-fk#J ttfttb'J9A, ^U-feU>, D-v 
D-v;veh-;v, :/K**ift2f) ftt*t*tC7Ktt»J (01. US*, 

n3i/MftifO»^> -fuWyyv ftifM«?. SUB** vMifUfcf* £ 

[0 0 4 3] 

SSMHfrfrfcti* VkfLlt'*'?*-?'-' tfREWftfflfc^U ^7 p f-K*;v^>> *M h7W 

K LTf±, #)x.tf> //l'*rf^7'f K-KGLP-l), 

A^t^7'fK-2(GLP-2), GIP> »t^>jfttti*^> (GHRH) f 

•9-4 h7j-f >fc LTfi, Mz.lt, ?>tX (R ANTES) WiH^^^'fWf 

LT&±, #iJx-};?> -a-n^f KY (neuropeptide Y) m&mfb 

[0 0 4 4] 

^-ff-y— tTii, Wxlf, £ft*BB»^£«^5WE-*-* EC 3 

.4.11.1 (Leucyl aminopeptidaseK EC 3.4.11.2 (Membrane alanine aminopeptidaseK 
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EC 3.4.11.3 (Cystinyl aminopeptidase). EC 3.4.11.4 (Tripeptide aminopeptidase). 
EC 3.4.11.5 (Prolyl aminopeptidase). EC 3.4.11.6 (Aminopeptidase B). EC 3.4.11.7 
(Glutamyl aminopeptidase). EC 3.4.11.9 (Xaa-Pro aminopeptidase). EC 3.4.11.10 ( 
Bacterial leucyl aminopeptidase). EC 3.4.11.13 (Clostridial aminopeptidase). EC 
3.4.11.14 (Cytosol alanyl aminopeptidase). EC 3.4.11.15 (Lysyl aminopeptidase). 
EC 3.4.11.16 (Xaa-Trp aminopeptidase). EC 3.4.11.17 (Tryptophanyl aminopeptidase 
). EC 3.4.11.18 (Methionyl aminopeptidase). EC 3.4.11.19 (D-stereospecif ic amino 
peptidase). EC 3.4.11.20 (Aminopeptidase Ey). EC 3.4.11.21 (Aspartyl aminopeptid 
ase). EC 3.4.11.22 (Aminopeptidase I). EC 3.4.13.3 (Xaa-His dipeptidase). EC 3.4 
.13.4 (Xaa-Arg dipeptidase). EC 3.4.13.5 (Xaa-methyl-His dipeptidase). EC 3.4.13 
.7 (Glu-Glu dipeptidase). EC 3.4.13.9 (Xaa-Pro dipeptidase). EC 3.4.13.12 (Met-X 
aa dipeptidase). EC 3.4.13.17 (Non-stereospecif ic dipeptidase). EC 3.4.13.18 (Cy 
tosol nonspecific dipeptidase). EC 3.4.13.19 (Membrane dipeptidase). EC 3.4.13.2 
0 (Beta-Ala-His dipeptidase). EC 3.4.14.1 (Dipept idyl -peptidase I). EC 3.4.14.2 
(Dipept idyl -peptidase II). EC 3.4.14.4 (Dipeptidyl-peptidase III). EC 3.4.14.5 ( 
Dipept idyl -peptidase IV). EC 3.4.14.6 (Dipeptidyl-dipeptidase). EC 3.4.14.9 (Tri 
peptidyl-peptidase I). EC 3.4.14.10 (Tripeptidyl-peptidase II). EC 3.4.14.11 (Xa 
a-Pro dipept idyl-peptidase)^#^lf hft&o 

ZtLh<0*fr"?i>. EC 3.4.14.1. EC 3.4.14.2. EC 3.4.14.4. EC 3.4.14.5. EC 3.4.1 
4.6. EC 3.4.14.9. EC 3.4.14.10. EC 3.4. 14. lltfftt L < . k*)t>inC 3.4.14.5 (Dip 
eptidyl-peptidase IV) W£ Lv> 0 

*&wik&®&> rn^ffi (m. utm 2smmm, ^mmmmm) &*xm 

IBM (W, ^h'J^'J-b 1 ; KM. SaV^fn-^lg, fHDLllili> -kfeMMfiO. 
[0 0 4 5] 

mmm (w, 2mmmm, mmm^mm n^m-mm 

3!);%1IBM («, fchy^V-feU KM. ^3V^fn-;vM> fiHDLlLi> 

iftiBM^) <D^m • ftmm ; nmmt<o=fm • ; mmm*& u gt (impaired 

Glucose Tolerance) ] <D^® • ?S»J ; 4 >XV >&&mm \ 
i»^W*J^m^ov/>-C{i. 1 9 9 9^^B»^^^^ff^^*J^*^* s #« 

12 6mg/dim±. 7 5g«P7K*IM»tUfc (7 5 gOGTT) 2B#IM (M 
iMlCiilti^a-^llS) J&*2 0 Omg/d 1 JSL±^BII*JfiL«Mil 0MM)L*fci5»t* 
>;V3-^jijK) ^2 0 0mg/d 1 £k±.<D^-f fL*****-*"**!^* &o JiSBISS. 

•jst»s*i*N r^^jfluMMt *n i omg 

/d 15fci*SfcH:7 5 gigP:7K**f**flftti* (7 5 g O G T T) 2 B#W<fi (tfttMfc 
StfS^a-***) **1 4 Omg/d 1 *JR«:jjW*SU CEHTM) 

tfz, mfiLffi<Z>Wfe&&fc-D^Xi±^ 1 9 9 7^CADA 1 

^tLibo^tcitttf. (»iRjflitiiK*»ts^ r >i'3-^aiK 

) ^126mg/d im±-e£IJ. ^o. 7 5 g»P7 F->«JIWI*»2 BfHS# (»JRjflL 
Klfc*5»t«$ r fl'3-.X»&) i } 2 0 0mg/dl J|^±*7iN-r^-e**o 
[0 0 4 6] 

*&£) A J 12 6mg/dl*it*^ ^o, 7 5gtO/K')iM^2Mi ( 

miiE# 2004-3110489 
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mWL$m^&W*>9'n'^ **1 4 Omg/d 1 m±2 0 Omg/d 1 

^IS) 1 Omg/d 1»±1 2 6mg/d l*i^i*IFG (Impaired Fast 
ing Glucose) ttyJRo — 2f, WHO©*ftKl ilFG (Impaired Fasting G 
lucose) OH^ 7 5 gftP^ K**IWfttJfc2l$IBHft (»MLl(IK^»t*^3-^* 
flt) **1 4 Omg/d l*StTab*«ffi«: I FG (Impaired Fasting Glycemia) tVf- 

lit. IFG (Impaired Fasting Glucose) iSitflFG (Impaired Fasting Glycemi 

a) (D^-m • t&mMt Ltfefflv>f,ii4. S <b£. aMMHfrfrfcl*. *#38L 

, IFG (Impaired Fasting Glucose) ifcttlFG (Impaired Fasting Glycemia 

[0 0 4 7] 

ttXftK, ttrmftttSftft. Jfc«*SAtt**K. rt$Mfc«S,fttt**«, 

«, nm. ua**) > 4>*y ^fd-ax, ^#y^^K 

nir&jfttt. jfe/t^fi^) , a«ctt»jE«». *itt£fctt«ttT** &&&&& « 
ttiw«p;*-<^ ss^ttw«ife, 

tzw&mm.®*&tt) m) > Misti^ • mat y v^;t#f 
tommatofr* rtroj&K»*©*Mi* mttm&m. mnttm&m, 

[0 0 4 81 

KEJfll*iom# (00*1*, SfflH^JfiUBUfi** 1 2 6mg/dlJJl±Jfcli 
7 5 glDT'^ltll^ (7 5 gOGTT) 2»IM#1 4 Omg/d 1 m±-?*& 
.Mfcif) fc*5V*T\ S^M^>f y^-Kjtftffl ^vn-^Mtt'f 

[0 0 4 9] 

ffilittf. jftAo«fiW»JR*»cftP«:#--*-*»*- i E*t t-cjfeo. oi~i 

0 0mg/k g#m. L< tiO. 0 5 - 3 0 m g/ k g#fi, HClfiKliO. 

1 ~ 1 Omg/k g4fc£-C*iK 10 1 W-SM&tt&to&S.* tv> 0 

[0 0 5 0] 

tfciE#2 004-3110489 
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^c-V : 19/ 



&o *5l9Ht^tofc#JBI^J<&ffi'£'Jfctt, S-S-^-K WJfcftA, 

, **9Mi:^«lll«C»L, #fflH^J*0. 0 1-10 0S*SWHv**L«f J:v>o 
[0 0 5 1 ] 

fiP£ L < V -f >B*&) > I'*' U > (Regl ixane) (JTT-501) > GI-262570. * h ? V 
*l/>-(Netoglitazone)(MCC-555K YM-440, DRF-2593. BM-13.1258, KRP-297, R-119702 
, CS-011, FK-614, W099/58510fcSBIft£Kb£'» («x.lf (E)-4-[4-(5-> f-;V-2-7 *-A> 
■^-tWJA'^ h^-»^^^;V^-^v-f < ;]-4-7x-^»R) , W001/38325t'ie« 
O-ffr&W, TVrirV P*?-* (Tesaglitazar) (AZ-242) , vlTW 9*f-fr (Ragagli 
tazar) (NN-622) „ BMS-298585, ONO-5816, BM-13-1258. LM-4156, MBX-102, LY-519818 

> MX-6054 N LY-510929, ^7 ?V 9 W(Balaglitazone) (NN-2344)> T-131f tz\±*<om. 
, THR-092130 , PPARyT^-XK PPARy =f-^ K PPAR7 / a T*- T frT 

xk tt -^;v3'>^-tfMJ (flK jK^';**-*, 7#;v**-x> 5m-*, 

^ tr^r^-^ K*fl (flU 7i>**rA ^h*;v5>, :/*;v5>i: 

w k. rv-fv-im) , w<^y-f\ -fe^y-K. -j-r^y-K, 5 ^ <; - k f 

7ttt-€-0**'>f Aa*jFP«] , GPR40T K GLP-l£##T=f-* h [$k GLP-1 

, GLP-IMR^J, NN-2211, AC-2993(exendin-4K BIM-51077> Aib(8,35)hGLP-l(7 > 37)NH 2 , C 
JC-1131] ^ 7?V>7rf-^h (#0> 7*9AT/f K9) > 7^7tfa->V7^ 
7r^-Sffi^J (W, ^^-y^Bft^) - ^7 , f-y^7'f VHfSI N 

VP-DPP- 2 7 8> PT-100, P 3 2/9 8, LAF-237. P 9 3 / 0 1 . TS- 

> /9 3 7^ h (W. CL-316243, SR-58611-A, UL-T 
G-307, SB-226552> AJ-9677, BMS-196085, AZ401 

x:7 7 ^-^fia^J, ^;i/*^>M^J^) ^ SGLT (sodium-glucose cotransporte 
r) ffi«J («. T- 1 0 9 5^) , Hj}-l:Kn*^fD-fKfl:Knyt-<it 
m (M> BVT-3498^) . Ty^^^^>t^:ii-?-^»*. IKKRt#^ («. AS-2868^) 

> V^f-V««;tt5fc#*, V7f^^f>l:f^ttl (W001/25228. TO03/42204SB*O 
<b^%> W098/44921, W098/45285 % TO99/22735IB«tO'fk'fr*«) > /^3*t-«t 
H (#Ik Ro-28-1675) 4*5&*^»fe>*t4 0 

[0 0 5 2] 

y SNK- 8 6 0. CT-1 1 2 30 > »ft**H^* ilf-e-O^linK (^B> NGF 
, NT-3, B DNF> WOO 1/1 4 3 7 2 KfBftO-^-n > n 7 • 

MM Mz-ii. 4- (4-^n7x^) -2 - (2->^;v- l ->f 5 y/'J;v) - 

miE# 2004-31 10489 



#J£ 2003-373776 
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5 _ [ 3 _ ( 2 -^f;i/7xMv) -fu\£*S\ V*- fc') *) „ 

% («L Y- 1 2 8*) , PKCifi (01k LY- 3 3 3 5 3 If) . AGEE&»J ( 
$k ALT946, e-7^y>, t?7h#^f">> N-7xt^*f T'/'J * A 7*n-7>f K (AL 
T766) > ALT-711> EXO-226, tTU K'J > (Pyridorin) % tfU K^r^V) , fSteB&SM 

*n (flu f-*^ i*Bfe*) . JKJiMffteSftffl (w. fr/v h\ Mv^>f) > w> 

**f->5£gt#fl*fcll (BIM23190) , T^h-v'^V^A'V^ra. V-x-f >^^r^--tf 
-1 (ASK-1) ffi#*jW*f*>*L*o 

-fy^*?i-y, Z/>/*x?ry. xi/*x??-y, 7b;wu^f>, 7;v 

, ^^7V>^itlfi (0fl> WO 9 7/ 1 0 2 2 4 fc|Bft©'ffe'fr«K 0!ixJ£, N- 
[ [(3R,5S)-l-(3-T-b h^r'>-2,2-v ? ^^;V7 p ntf;i/)-7-^nn-5-(2,3-v f ^ Kv7i 
-;v)-2-t^rV-l,2,3 ( 5-f h7tKa-4,l-^>^tWk'>-3-'f;V] tf 
/s; i; v? >_4-S^m^ £) *4V»lib';/'H V KteTtfUfl S7-f 7*7 — \ Jhtt&m 

<M> ^f7-f/7-h, *n7*7?-K ->A7-f7'7-h, ^'j;7-f7*?-K(t 
) , ACAT|?E#^J (0fl> 7^->7^y (Avasimibe) . J- 7 ;V *> v "7* (Eflucimibe) 
&fc*) , E§K*^£&M (0k 3V7>^7^ ^fcif) > 7*n7*3-K -a^BUMB 
ffl ^n^E-;Knicomol), — -fe U h n -;V(niceritrol) & if) . >f 
^;W> »7xn-;i/ (®U V^f ^xn-;v(soysterol)> if > U V 7 -My -oryz 
anol)£f) WWbfr&o 



>5r > % 1- [ [2* - (2, 5- 5? K V -4H-1, 2,4-t^t^7 7*- ;V-3-^f JV) lf"7 ^ - ;V- 

4- ;v] > f - ;v] -2-x- Y * v-iH-^ > X -f ^ ^ v- )V-7- ft *> > $£*) > # ;v -> 7 a 
•ffl (0!k v-^t?> s -7iylf>, TAny^'A j.^-ytf>, „ 
#V 7A^7*;HSM (W, P7*^7*H, L-27152, AL 0671. NIP-121**?) 

9^>\ 7x^7^5^ 7>7x7?^A mV7x^>, 

^K-;V, 7x-;i/7'n;\V-;V7rA * w<y\ru y 9 7> ; MCH^g-ffctStfiJI (0!k S 
B-568849 ; SNAP-7941 ; W001/82925i3 X CMfOOl/87834 \Z&*tl& i fc£^* ) J - ^ - ° ^ 

KYSfguHI (0O> CP-422935*) ; *>^lf7-f KS^FfrJSttai SR-141716. SR- 
147778^) ; W) yfttfM ; ll^-H Kn^y^fn^ Kfk Kn^t- ^ Pl#^ 
, BVT-3498f) f) . H¥y^-4fBa#H («. *frV7>9? ALT-962f) > /9 3 T =r 

h CL-316243, SR-58611-A, UL-TG-307. SB-226552. AJ-9677. BMS-196085> AZ 

40H0*) . ^7*f Ktttwaui (^J. it-fry. CNTF (^«M*»ft*«H^-) *) ^ 

3l/y7h^f->7^h («, T/f h'J7*h, FPL-15849f) > mf&VMm P 
-57*) ***^»f?»*LAo 
[0 0 5 4] 

y^TVY. Y V {rufr*+TV K, tKD^nnf7yK, tKn7Wf7^K, ^ 

#J («, 7** , /?5 K*) , ^nM>^>^W>75 K*»#J («, ^n;V^U K 
y s *7)V*yY\ y(ydT^< K*) ,-77*5 h\ -fVViUfK. ^^^U^^ 



[0 0 5 3] 
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%l (#k if^y e>fyv, ^^v-;^) ^ -^/7fv, 

&£Wi**:7;i'yu;/&ifa*$J£ Lv^o 

-u4*y (id „ ^D^-iis^ (m> m%Lnxu--mmm=?, ^xn*- 

x-3->m tkZ&mfbti, IL-2, I L- 1 2 fcif<B-f V*-n 

10 0 5 5] 

»^Ji LTtt, tfflxtf. A^'JVthVfA, 
N iJOV-r^y b U V A(dalteparin sodium) & if) > 7^7t'J> («, 7*7rV 
'J <7A&if) „ gthovif^i (®k T;v# b tm>(aragatroban)& if) . Jfll#:^ 
fl$P£ (flU 7n*7- — -S(urakinaseK *-V ^■^-•H(tisokinase)> T^x T 0 ? --If (alte 
plase). tf^5-S (nateplase). * >-r — (monteplaseK /<3 x7°7 --te*(pami 
teplase) * if) > Jfo/h«»£8l«iaS ($l> dfiSfef-^ n tf^Xticlopidine hydrochloride 
K ~>n*:7 v^-Mcilostazol), -i n-9-^> h&^JK ^77n7 h t h y 7 A (bera 
prost sodium)> MW/Hi*^ 1^7 - Ksarpogrelate hydrochloride) & if) * if rt^tf 

#m«^r&0^JfcbT(i> Mx.lX, T)l>7 TiJ fis'y F-fl' (alfacalcidol) . #;Vvh 
(calcitriol) > 3-)\/%Y~y (elcatonin) . •^•5 r * *s Y — > (calcitonin 

salmon) ^ x^b'Jt-^ (estriol) . 7° 'J 7 7 > (iprif lavone) ^ ^5 Kn> 
R—t- h'J7A (pamidronate disodium) ^ TVyVu yWt<f Y 'J «7 A7fcfD% (alendro 
nate sodium hydrate) > "f > * Kn h V ? A (incadronate disodium) 3§^ s 

ttMfknt LT{i> ^Jx.tJ> *7'J> (tacrine) > K*^v;V (donepezil) . 'J 
f-if^y (rivastigmine) . ifjyf^y (galantamine) %$j)*£&lfb tl&o 

I&^P^3C#3IJ i: Ltli, WAWT, 7**^7^ > (apomorphine) s ^^V^v^t* 
7-7^ ;v (sildenafil citrate) ^i)^fhft^ 0 

• mmrbmMt LT\*. WUZ, iS|7 5m-b (flavoxate hydrochlori 
de) , ^Mt^r-y^-y (oxybutynin hydrochloride) ^ ttgftT'n tr^'J > (propive 
rine hydrochloride) ^^tf 

y) m*mfbti&o 

[0 0 5 6] 

n _ ;VT ^^_ h ) % ig^fn^ K (M. f^^^^V^) > ^b?n^5K*I 

) , Jfifi*^*>> IGF-1, *4^ttJS«K«:8l*-rSH^T?**TNF-«, LI 
F, IL-6. ^va^^^^M^^S^^ifi^^b^t^-TSCii^-ei 

'S) o 

[0 0 5 7] 

#«*5tt*i. ftthim yxvyMM. r/^v>swm * -^vnv^- 

if 
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^-V: 22/ 



3) -f^y >5Hfcflai*i (jfit<ii^*-wu7*i) > vm&tva 

— if)X/zi v^— -if |?§.iiF5fil ! 

5 ) «r y >sSLtt3fc#SJ*5 «t Ksw ; 

ojW©R*j-«i**#x. , r5jc^*IEHrt-efi*^s*o #k> >*y >«tfcttsfc##^ 

[0 0 5 8] 

& (i) Liaa (ch 2 ) (l atem&^*tz^$2m<Dmwmkfcm&*m-f 
jm^hM'c&m (i -a) (4. TiaAfe^^vMicitL^m-f s^^i ^m^^^o 

•tit, Xa-C'^$tt^T~>;V^ «W;tKn^->S % tLTV^r & X v»f-* 

[Aft] 

[<fcl 0] 




(II) (l-a) 

I0 0 5 9] 

4K4*m (II) *«5cRJo»w#-rii:KJ:o-C^» (I -a) 

ttliE^ 2004-3110489 
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7y*«ft*9*t>yfA, **<fbT/l/5-*A'J^SA, **ft7*5i9Atf'J 
«3E»tf!)«ffl*tt, (I I) K#tt, iit> 0. l^L20MIt*5 

Rj£i&fiE»i, a*, -70~i5o^ sfii<ii-2o-io oma 0 

RJ6B»HItt, 0. l~100m jf^KliO. l~4 0lHt^. 

[0 0 6 0] _ ^ 

«»*«>«J«li. ft'frW (ID WU, If, 0. 001~1 0 0 0^Si 
, StKliO. 0 1~10 0^Sit^^o 

rism* j: wrisbsri a, mieit7c#j *m ^ & mmKB t mnx$> * e 

tt, (I -a) M$t«t5ti:^l^ 0 

t^i^ KLXnhfi^^m (I -a) ^ ife^S> « 

[0 0 6 1] 

±.UA&K&^xm*Mt&®t isxm^btiziterm d i) «\ 

•o X Wtt & £ t IPX % & o 
fljxJ*, 5* (I I) Q^i^La^f, X#T SflS-ft* (I I- a 

[B«] 
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UK 1 1 1 

L + 



CHO 



c>Y r1 



(VI) 



(V) 



(IV) 



Xa 



J 




(VIII) 



(VII) 





(ll-a) <""> 

[0 0 6 2] 

tt&m (i i -a) @^<zr^n<o^^ mk.mt&m (iii) t> 

(iii) g#<zr^n^^> A#miKi 9 7 3^fu mmmt^ 

mmnffii (H*-ffc#3?») J »1 4MW»^i:R)£'2 0 5 7KCE*©Ha n 

t z c hotry ^y^m^h^^mzmr^m^^ *k m^mt^m (iv) Mt 
&m (vii) fc^^siit^-t^^o 
<b^% (iv) a, (vi) (v) £&2r£n 

OKnoevenage mWiiCiotliltSiH^i^o 

it&m (VII) W\ g#^<^^fe> 0!l;itf Synthesis, (1999^), 11%, 1951-1960 
K ; Journal of Chemical Society Perkin Transactions 1, (2002^), 1663-1671H& ^ 

izmmo^m, ttzte*tiKm-fz>j>mz®iix^ vc&m (vi i d 

^tl«, tMBLfcft-frtt (V) . ffrfr* (VI) (VIII) it. %W 

[0 0 6 3] 

5£ (I) 4». R 4 #Ci-ioT/i/#A'*'C ; E>'**v»l±yit!fc**LfcT5 y lfe-e*4-fb^ 
m (I-b) 14, A (I) 4u R 4 35 s 7 5^it*^M (I-c) SrT^MbRJS 

ffifiE# 2004-31 10489 
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JSKStfl»*£*tt3*v»**iE+"T\ £&v>{* (2) ^S»:J:»)I%«I©»IET, **# 
- ;Wb^% £ JB v> x RfS MS£# * & X $ 4 v>»«E * Tff it * » 

iit, 7***fl2fflfc LX\i. 0lx.wrCi-io7***^?>f K> Ci-io7***** 

* > Jfcj. * x * * £ ^ *f"b *L £ „ 

7 ;v+MbSJ^ i ffltli, lb£-% (I-c) Sf^L< 
itm 1 ~& 5 t^Sit^^o 

A^^vF, #y>A t.-7b^r>' Kici?©7** , ;£JIS7*3*f K4 2?**W "btt 

*iato«ffl*i±, ft** (i-c) c**u ff*L<tt»i-»5*^*-c**. 

*i7C#Jfc LTt±. 08x.tf. **ft2M V7 , *-*7*3-*A*©£***ffc'6« ; ">7 
jljcSlOttittt, fb*% (I-c) K**L-C. aUT, 0. l4v»L2 0^it* 

^ktt«t©«ffl*«^ ft-fi* (I-c) fcttLT, fifSLXIiO. 0 1- 1 0 0^i 

*3Bflltb-Cli, *BJk tl75vS4W5iMo 

7***fl:R(BKfflv»?>*L« rRJ6CJR»#**J:«**^»iU i:LT(i, ^J^ifh 
>UJ^fc£©£*;&&ffc7K3ftaR ; rh7tKn77>4Wx-fJH ; *nn*;VA& 
Jf^n^^b^MbTMSiS ; N, N-2>*****A7 5 K4^7 5 ; y**-** 

7***ffcRJSfcSv»T. SFtL<(±ni-i o~m ooms 0 

Z.0>Xd\zLX&htLZ>ft4tm (I-b) it, ^cffi 
[0 0 6 4] 

7$ ;&<D$m&£ VXlt, «ictf. **5*, Ci - e 7***-**#-* (0k 
7-b*;K 7 B nk: 0 ;}--*&£') „ Ci - 6 7* = *^-**#— * (0k > b#V**# 
,=.;V, if^y*;V!)f-;K tert-"7 h *'>#*#•=•** > ^>7W *> C? - i 3 
7 9 ***-****-* (0k "«vy***#— *&£) , C? - i 3 79*****3' 
-2;;1/jJ?^l;1, (flU ^> v***->#***-*> 9 -7** V-*^ >*'>**#—** 
fc0 . hUf-*, 7^n>f*, N, N-v^**73 y ^*1^>, ->U* (0k hV^f" 
*~>'J;K h U J.**^ 1 ;*, y>f^7x-;Vy'JK tert-7***i>> **-> U *> 
tert-7**^f-*->';*&^) > C 2 -e7*^-* (0k l-7V*«f^) 
mfbti&o ztibom*. l £v>L31Stf>;Noy vii? (0fl. 7?3k tt*k 3 
*H&i:') , Ci-6 7*3*3' (00, h-*~>, ^h*'>, 7n#*5/*if) ^/cti- 
h n 4 if trfi^ ^ *LT V> T i -t V^ 0 

*;V^y;H©fili:Lt(i, 0flx.if. Ci-e 7*** (M, >**. ^•■7 ^ -*^ 
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^at*^ yyn^, tert-7*-^v& ^) , C7-13 77;v^v (#k ^ 

> JO „ 7 x h V ~> 'J * («U b U * ^ '<> b ^ ^^^~> V ;v 
y^jV7x-^>'j;K tert --7***?** v V * . tert -/f;Vyif^ > U * 

iif) c 2 - e Tfrr-fl' («, 1-7*)*%?) k&pmfhnzo z.tLh<om±, 
m^zw^Y-ymz- 7-;i, «x, AX, 3^#=&^) > C1-6 7*3 

[0 0 6 5] _^ 

t Kn Utli> Ci - « 7***/ (-HU *f*, ^ 

ntf;K ^fvyafjK tert- ^f-^fcif) . 7x-JK h V f-JK C7-13 

7 7jV3p;V ($U , *;V5;V, Ci - 6 7 ;V*;l/-#;l' **-;!/ ($!> 7* 

^nif#-;i/i!clf) , ^v^*, C7-1 a 77)^^-*^*-^ ($k 
y/l/* *#->!/* if) > 2--r h7t KDtf9-;v> 2-f >7tKn77-;K S";* 
0Wk h'^f^VK h'jxf*5"J*, i;^f;V7x- ;i/i/'J tert-r-^W 
^^i/'j ;k tert-y^;v^i^;vvV^^i:') > C2 - 6 T^^-^ (#l> 1-7U 
fl/fci?) &WWb*i£<> £*L<b0^t4, 1 ft^LS'fE^n^ljr?- (flU 7?|, 

AX, a*Xfc*) > C1-6 t;v^;v (flU ^ntf^fcir) , 

Ci- e 7*3*2/ (flk ;*h*~>, iK'/, -/n **->££*) t/:li-fn^^I 

if) > ^3M£7-fe*-;v v-Ci - e 7^**7** fcif*q£»ffc*L* 

-f p^^-f^ -fr — if—vi? i/y-tei/X (Protective Groups in Organic Syn 

thesis) , John Wiley and Sons =RI (1 9 8 0) fcRfcO^fefc^KSSC-CtrfctfJ^o 

m> SUfe. Xfl-^ tKr^A 7x-RKrrA N-^f;v^ft*^ 
^Vftb^A, fh77'f;V7> ; E-7A7^* , JK> 11^7^7^, b 'J 7** 
;v^> y >wn 7>f K m> b V * U ;v 3 - 5? b\ b V ^ v 'J * Kfc fc* ) & 

atMv^UK iOi^^Stttli, fRUJf, ffrfrtt (I) (D^tLxm^Vtz 
[0 0 6 61 

it&W (I) ft^Httfr, 3Z##I1£#. ffcMEH*. E<E*tt#***-t**ft-^ 
14, £*L&Mfr£4fc (I) fcLT^***t*i:i:«>C g#3tfP<&#ifc#8u frm^&K- 
X *) *tL?ttZ%i&t LT#S £ So (I) fcft^HtettiWfc 

^ <b £ *Lfc###m# & it&m (I) £4*3 ft* o 

ft^#!1£#:{4 «?Mf7 S£fc**T?#*o jft^Sttft* 

^fflftittlt &fc&%H<Dl3&. «iLlf, ^UW^ H B H fe> +7^*7Ag, v^7 

1) fl-SUS»Sft . . ^ , 
9-fe^#fc^Mtt^'fk^ (^Jxfi*. (+) (-) -v>T»;vm. ( 

+ ) -m&Wt. (-) -1^ (+) - l-7x^f;v7^, (-) - l-7x^f 

; V7r/ ->>3^y, (-) -V>3-y^, ^Vi/V^if) -tL 

2) #7^*7AjS 

miE^F 2004-3110489 
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feo fllx-fc^ |^D7F^7 7-f-^ ENANT I 0 — OVM (h-V-tfcK) 
&&v>}i. *M-fe;H±§£ CH I RAL->U-X4iro*9/u*7Atcjtgfe*14#oia^ 

, fljx.tf. ^^D7h/77^-CM, CP-Chirasi 1-DeX CB 
10 0 6 7] 

3) 

£ fctct «j jfe^JMaH*****^.. 0H;Uf. (i) ^rt^tKD^i/j^m 

jRfc t<ti2iR7 5>'*3&i-*»^ »^fc-frl»fcjfe^Stt4^ra» (WLtf, MTPA C 
a -j> a - (>ij7;vtn^f;v) 7i-«) > (-) 

) £ if £ £«t^£j£ i K J: «9 . -etL-rtLi^x;v#t ^(iT5 FftO^T^rV 

*v-j&«»P,ti*o ft^W (I) Jft**^*^***"*-**^ IMIS'ft*fc*4 fe « 

[0 0 6 81 

it&W (I) tt, S B B et$>otUv\ 

(I) otefi (&T\ ^l&^W H B H iia&IBi-^-i:^^) «\ ft-frW ( I ) C 

^ r»*** e> our A'fb^j tun, *fc<&w«>»#&fcw«'*-*H?- (»«»^ ph 

mnm. mmm) , tJc^w^&> ww*>*l&<> « 

^6tL*»«Ek LTfi, flUlf. (08> ^>-e>> 

V7*n tf;va.-r;K f F7tFn77'A y***^*) > - h U ^» (flk T-fe 

'>K$0 . 17 5 (0IU N, N-V>f***A7 5 K#) . ^f^i («, ft BR 
if-/H)0 . T)V?-)VM (flk j.*y-/K j y 7*n tf ;i/ r ;v n - 

^Ll : 1 00 (S«Jt) ) TS#LTi|we.*i4. 

^ r^^ib^^^bfej am wiitf, ^ki* (§ttN£. auftso > 
*»fft*»»w©ift«JsiiT (^x.^, o~5 ot, fcPf l< t± o ~ 2 ot:) i-^i-^*" 

WSE#2 004-3110489 



#M 2003-373776 



^-v: 28/ 



[0 0 6 9] 

chi. B- 5 4 51) tfcfiDSC (^Hjfe**fi^«f) mW. (SE I KO, EXST 
AR 6 0 0 0) *?*Ev»T«j£S*l*Mj&*»*-r*o 

k («, ftw> M) , Kmti, mmtLxm 

[0 0 7 0] 

s : -»/l/7 K d : K t : h'J^l/yh, q ' tlfrT? K m : 

f^U^ b r s : ipl^v^v-^^l^y J ^y/T/^i 

idfeflii'K Mt»±i ~3 otc*»*u %immL%^M l omm%*7F-f 0 

[0 0 7 1 ] 

nt&m l 5-(75/>fjv)-6-^v y^;v-2-^ ;v-4- (4->f;v7x-;v)^3f>i 

1) b U *A(60%ttltt, 8.0 g, 0.2 mol)Wf h 7t Kn 7^X80 mL) SUSft 
fc»L<«#^fc#feJn«k«SELfc« We»tL&Sl»«[K % -f V»BE^f-^(H.6 g. 0.1 
mol)> 7-fc h U;K10.5 mL. 0.2 mol)> ^itff f5HKD77V(25 mL) Ofl^t/ 
*30«-W*»traiTL. 5^raM^U^o EJSiRiSai^t, 2-7n;V-;K 

5 mL)*Jnx.T^?a-C30^IBa»Ufco &fSf£«JETit*ftl L> (100 mL) K» 

LfcSU «EET#«t«*L.T5-?«^-3-**V^*'9-V-h 9^(12.6 g 
, JR^100%)«r^Hfe?4^t LT#fc, #fe*L*:«»fe«l«»tts S&&««^-f# 

1 H-NMR (CDC1 3 )°* :0.96 (6H, d, J = 6.6 Hz), 2.05-2.30 (1H, m), 2.50 (2H, d, J = 
7.0 Hz), 3.43 (2H, s). 

2) 5-^f;V-3-t^rVA^t>-b , J^(5.0 g, 40mmol)t. p-hmf^F (4.8 g 
, 40 mmol). fc>? V 2> J' (0. 34 g, 4.0 mmolK ffcm(0.48 g, 8.0 mmolK *5 .fctf h/l^V 
(200 inL)tf*lb£&&^% : £:Dean-Starkh?* 7 p ^V>T12HWM«lUfco KJSift*£ 

S*Lfco W?>tLfc3S«i»*-?< ^y-;v(50 mL)K}#fi|U 3-7U^nf VBM"?-JK4. 

6 g, 40 mmol)£»LT6B#figin#kMfcfcL£o EJSt^«ETlllL> »W'>'J^ 
W7A?n7>/ 7 7^- -CffiM LT, 5-"> T J -6-W V ;V-2-^ f - >V-4- (4-* ^ 
7i^jv)-l,4-yt KnfcT'J 5> V-3-*JHj*>*> f-*(7.45 g, JR^57%) &&&££j| £ L 

'H-NMR (CDCla) 8 10.93 (3H, d, J = 6.6 Hz), 0.98 (3H, d, J = 6.6 Hz), 1.80-2.00 
(1H, m), 2.10-2.35 (2H, m), 2.30 (3H. s), 2.36 (3H. s), 3.58 (3H, s). 4.57 (1H, 
s), 5.68 (1H, brs), 7.00-7.20 (4H, m). 

3) 5-^7^-6-^ V 7f ^-2--?t f M-(4-^ f ^ 7 1 - ^)-l,4-^ K Knkf'jy>-3- 
*;Vsi?>i>f;V(7.3 g. 22.5 mmol) *l,4-y*** > (20 «L)C»»U 2ii5effiSm(100 
mL)^tUk.X70VXmm^WVfz o RJ6*****«#P U »»if-^(100 mL)i2Si5E 

TK^bT" > 'J * A7KMU100 mL)fc*Jnx.feo 7fOf££-$£U Lfco # 

$|Jlfc#j til ^Am^lc-e^^-Lx ^M^^.^^^a-c^u^^ ffi. 
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^-NMR (CDCls) 5 : 1.01 (6H, d, J = 6.6 Hz), 2.20-2.35 (1H, m), 2.41 (3H, s), 2. 
63 (3H, s), 2.95 (2H, d, J = 7.4 Hz), 3.60 (3H, s), 7.20-7.30 (4H, m). 
4) 5-5/7^-6-4 vy^;V-2->f-;V-4-(4->^^7Jc-;V)-3f->'^>^;Kl.OO g, 
3. 10 mmol) , 9*-- ? mL), 25X7>*~77k (6 mL). fh5tKn77> ( 

15 mD^itf;* ^y-;V (45 mL)*fcfc + > 0.5 MPa<7)7jc*^H^.T> ^ 

Bfe*U *-Mc»ttfcK#*Lfco JfrMfcf&^Aa^ifeifrU tol^^^^^t 

, 5-(7 5; ^ f jv)-6-^ v^f ;v-2-> f ;M-(4-> f ;i/7x-;i/)-nf >SI> f ^(0. 
97 g, Jfc#95X) «r«t*tfe*&JI fCffco 

^-NMR (CDCls) 5 :0.98 (6H, d, J = 6.6 Hz), 1.39 (2H, brs), 2.15-2.30 (1H, m), 
2.39 (3H, s), 2.53 (3H, s), 2.80 (2H, d, J = 7.2 Hz), 3.50 (3H, s), 3.66 (2H, s) 
, 7.11 (2H, d, J = 8.0 Hz), 7.21 (2H, d, J = 8.0 Hz). 
®L£56-57T; 
[0 0 7 2] 

MM® 2 5-(7 < ^ f JV)-6--f 7 7f f M-(4-^ f > 7 x - 3 f >i 

1 ) 5-(7?^W-'fV7*f ;v-2-^ f - ;v-4- (4-;* * 7 x -;v) — 3 f - >Wt* ( 

0.90 g, 2.76 mmoD^xh 5t Kn79^(25 mL)»iSK. Zlftfl|y-t-:/f-* (0. 76 mL, 

3.31 mmoD^Unx-s ^za-?120#Wtf #Lfco aS«t*«EET«WU 

*7A?n7 h/5 7-f--ei»U, 5-{[(tert-"/h^r'>*^^-^)7 5y]^^;V|- 
y^f-;v-2-^^;V-4-(4-^f-;V7x-;l/)^3^>m^^^(1.16 g, JR2fc98X)*e 

1 H-NMR (CDCls) $ :0.97 (6H, d, J = 6.8 Hz), 1.39 (9H, s), 2.10-2.30 (1H, m), 2. 
39 (3H, s). 2.54 (3H, s), 2.78 (2H, d, J = 7.2 Hz), 3.50 (3H, s) , 4.15 (2H, d, J 

= 4.9 Hz), 4.24 (1H, t, J = 4.9 Hz), 7.06 (2H, d, J = 7.9 Hz), 7.20 (2H, d, J = 

7.9 Hz). 

2 ) 5- 1 [ ( tert- 7*h+'>*^-^)75/]^f M-MV^f M-^f >U-4- (4- * f- 
;V7x^)-3f^fJKl.O g, 2.34 mmol)<^^ ^y-;W(30 mL) »iK £ 

it-f Y V ^ATfag&dO mL)£#nx.T. 3BWiJn*fc»*L;fco RIt>iS i SriaKlL, 0.5^ 

5-|[(tert-^h^r->*;v>K-;v)7 5 y]^f-;v}-6-4 v7f;v-2-^f^-4-(4- 
^^•;V7x-;l/)-3f->m(0.58 g, W60X) £ &&BMt Ltftfc, 
! H-NMR (CDCls) 5 10.87 (6H, d, J = 6.4 Hz), 1.39 (9H, s), 1.95-2.10 (1H, m), 2. 
38 (3H, s), 2.67 (3H, s), 2.75 (2H, d, J = 7.2 Hz), 4.13 (2H, d, J = 4.7 Hz), 4. 
30 (1H, t, J = 4.7 Hz), 7.15 (2H, d, J = 7.9 Hz), 7.22 (2H, d, J = 7.9 Hz). 

3 ) 5- 1 [(tert-"/ h * ;w#-;i/) 7 S J ] * *J~M -6-4 V !7f-^-2-> ^;V-4-(4-* f- 
;W7x-;V) — n^V^(0.20 g, 0.48 mmol)01,4-> f ^-^- , ?->'(4 mDSFifc^ 4^^^k 
7Mg-l,4-y**^>?#f£(4 mL, 16 mmol) fcin;cTgi&-C2l$|l8**$Lfco RjSifcfclWE 
Ti&ffiL, ff^fcfifelftt^'fV^^^-f^ft^U 5-(75 7>f;V)-6- 

v 7*f ;v-2-^ f ;v-4-(4-^ f ;V7 x-;v) - nf >i rttHfc£(0.i8 g, W95X)£6 

^-NMR (DMSO-de) S : 0.98 (6H, d, J = 6.6 Hz), 2.05-2.30 (1H, m), 2.38 (3H, s), 
2.65 (3H, s), 3.02 (2H, s), 3.83 (2H, d, J = 5.5 Hz), 7.26 (2H, d, J = 8.2 Hz), 

7.32 (2H, d, J = 8.2 Hz), 8.45 (3H, brs). 

mMM 3 5-(7 5 J * <f- ;» -6-4 V ^-2-> ;W4- (4-^f ^7x^;l/)-nf >7 
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5 K HlmM%iL 

1) 5-|[(tert-y h*->*^sj?-^)7 5 y ] ^ v^f ;v-2-^f-;M-(4->f 
jl/7x-;i')-3f VK(0.11 g, 0.27mmol)i, 1-t Ko + ->-lH-^V/b 'J 7'/-^7 
>^^^a^(0.10 g, 0.65 mmol). l-^?-;V-3(3-S> ^ *-*T 5 J "fu \£)V) ij )V#V4 
5 Kmmi&(0.13 g, 0.65 mmol). & I tttl.N-v^ A T 5 K(10 mL) S-fr 
!»*-M-e2.50iaia^t3to RJfcfc*Sfc»-*-*-Ml00 mL) fcO.lM < x.A^tM#?£(50 mL 

-f y r'f;V-6-^ f JM-(4-^ f;V7 x^JV) f 'J V fr]* *M ^Bitert- 

Tf- ;V (0.090 g, JRJ*582*)*fi'fe»*fc LT#/: 0 

1 H-NMR (CDCh) <5 10.97 (6H, d, J - 6.6 Hz), 1.39 (9H, s), 2.10-2.30 (1H. m). 2. 
39 (3H, s), 2.61 (3H, s), 2.78 (2H, d, J = 7.4 Hz), 4.14 (2H, d, J = 4.7 Hz), 4. 
15-4.30 (1H, m), 5.22 (1H, brs), 5.41 (1H, brs), 7.11 (2H, d, J = 7.9 Hz). 7.23 
(2H, d, J = 7.9 Hz). 

2 ) 1 [5- ( r ^ j ij j^)-2-A v 7* ;v-6-^ f - ;v-4- (4-^fji/7x- ;v) tf y y >-3- 

-< #;W*5 >mtert-y^;K0.065 g, 0.16 mmol) frh, 2 - 3 ) t W 

:»0^r& C i 0 . 5-(7^>f^)-6-'fV7f ;V-2-^ f - ;V-4- JV7x-^)-3 
f>7 5 K Zimm^(0.050 g, W82%)?ra-fe©*t LT#7t 0 

^-NMR (DMSO-de) 5 : 0.98 (6H, d, J = 6.6 Hz), 2.05-2.30 (1H, m), 2.37 (3H, s), 
2.66 (3H, s), 3.02 (2H, s), 3.82 (2H, d, J = 4.9 Hz), 7.20-7.35 (4H, m), 7.54 (1 
H, brs), 7.84 (1H, brs), 8.32 (3H, brs). 
[0 0 7 3] 

H 4 N- 1 [5- ( 7 5 J * )V) -6--f vrf >V-2- >f;M-(4->f;V7x^;i/)lf V y 
^-3-^ ;v] A - j9 - 7 7 - ^ 7 5 K zUfcBfctt 

1 ) 5- {[(tert-y h4r'>*;V^-JV)7?^]j«^l-MV ff-fr-Z-* f-;V-4-(4-^ 
;i/7x-jV)-nf>^(0.12 g, 0.29mmol)fc. /?-79->7^ KttHfctt (0.055 g. 0.4 
4 mmol), 1-t Kn^-lH-'OV'h V 7 V-* (0.059 g, 0.44 mmol), l-if;V-3(3-^ 
>f-;V75 y/n fcf;v) #;V5j?5M 5 Kj&$?&(0.084 g, 0.44 mmol) , >'Jxf;v7 5>( 
0.061 mL, 0.44 mmol), *±lW,N-y>f ^^7 5 F(5 mL) >b & &rl^«Mi&^ 
14WFW«#L3to BOSfttftRif > ? t Kn 7 5 V (1:1, 100 mL) 1 0.111 < 

Bbit»«t(ioo mL) t it~fr%LL.tz 0 %®mt, ^fflffl Ltzmmmt 

jBt*S*bfeo »«ft*V'J*^*5A^n7h^57^--e»»U, N-l[5-|[(ter 
t-7" > ^ i'* 7 ^ ] ^ 7 7f ;v-2-^ (4-> f Ji' 7 x - t: 

■Jy>-3-^^]*^-M-^-75-V7? K (0.075 g, J«5450 £ Sfe^fc LTW 

l H-NMR (CDCh) $ I 0.97 (6H. d, J = 6.8 Hz), 1.38 (9H, s), 1.98 (2H, t, J = 6.0 
Hz), 2.10-2.25 (1H, m), 2.38 (3H. s), 2.55 (3H, s), 2.76 (2H, d, J = 7.2 Hz), 3. 
36 (2H, q, J - 6.0 Hz), 4.11 (2H, d, J = 5.5 Hz), 4.23 (1H, brs), 5.23 (1H, brs) 
, 5.38 (1H, brs), 6.22 (1H, t, J = 5.5 Hz), 7.09 (2H, d, J = 8.1 Hz), 7.19 (2H, 
d, J = 8.1 Hz). 

2 ) N- 1 [5- I [ (tert-7 Y * ~> * )V#-)l>) 7 5 J ] ^ M -6--f V )\<-2-* * (4- 
^f;v7x-;v) try ;v]*;v^;V(-/9-77->7^ K(0.050 g, 0.10 mmol) 

frh. mmu2-3) tmwjj&Kz*)* N-|[5-(7^^>^»-6--f vw-^f 

;V_4_(4_^^;V7i-;W)t° i ;^>-3--f *M-JM-j9-77->75 K _^m^(0. 
048 g. 99%)^S-fe^*t Lt#/:, 

X H-NMR (DMSO-de) 8 I 0.97 (6H, d, J = 6.6 Hz), 1.98 (2H, t, J = 6.7 Hz), 2.10-2. 
25 (1H, m), 2.37 (3H, s), 2.57 (3H, s), 2.96 (2H, brs), 3.09 (2H, q, J = 6.7 Hz) 
, 3.82 (2H, d, J = 5.3 Hz), 6.82 (1H. brs), 7.21 (2H, d, J = 8.0 Hz), 7.27 (2H, 
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d, J = 8.0 Hz), 7.28 (1H, brs), 8.24 (3H, brs). 8.36 (1H, brs). 

$mm 5 [5-(T 5 J * ^;V)-6-^ V f=f-P-2-^ f-;i/-4-(4-^ f-;V"7 i-JV) feTU V >-3 

1 ) 5- |[(tert-7* > * v* ;V**-;V) 7 5 J ] > -6-^ V 7*^;V-2-^ ^;V-4-(4-p< f- 
^7x-;i/)i3f>|^^(3.4 g, 7.9 mmoDO h^^>(80 mL)SliB*S:-78t:tw^ 
U 0.95M7fc^bvW V^fW5-^A h;V^>M(33 mL, 32 mmol) S: 15*181 *»»t 
TiTtfc. a-fr«*-78T:T1.5l*BaH*b*:«, 0t:n»fflLr, SK30*lffl«£# Lfc 
o RJSEifctO mL)»tJnU «Bfc^-h U 9A10*«I«»(10.2 g, 32 mmol)£fln 

6_ptf-;v_4-(4-^f->'V7i-;V) try ^>-3-W #;W*S yMtert-^Ml.9 

g, JR3p60%)*ttPl#&i: Lt#/:„ 

J H-NMR (CDCh) 5 10.97 (6H, d, J = 6.6 Hz), 1.32 (9H, s), 2.13-2.25 (1H, m), 2. 

42 (3H, s), 2.68 (3H, s), 2.75 (2H, d, J = 7.4 Hz), 4.05 (2H, d, J = 4.7 Hz), 4. 
19 (1H, brs), 4.36 (2H, d, J = 5.7 Hz), 7.05 (2H, d, J = 7.9 Hz), 7.24-7.26 (2H, 

m) . 

2 ) |[5-(t Knilf f ^-2-^ V/f A/-6-> f ^-4-(4-> f ;V7 x^;v) if V y > -3- 

>^tert-yf-;v(0.50 g, 1.3 mmol) V V xf;VT § > (0. 35 m 
L, 2.5 mmol). *3 X Z?T Y 9 Kn 7 7 > (10 mQfrb ^ ^m^iOViZ^m U 
^.;V^-;i/^ny K(0.22 g, 1.9 mmol) =SrfST LTfln^o M>*&£S&ft!lLW7M~&tf> 

Lfco ^M^v^f-JV^**^ K(5 mL)fc»#U ~>7 Xfc* 'J «7 A (0.41 g, 6.3 m 

*5A^D7h/?7-f-t?»!lLT, |[5-(y7^^f;v)-2--f V ^;v-6-^ ^;V-4-( 
4-^^;v7i-;v) try #;w^ g, JR^72%) 

^-NMR (CDCh) 5 :°0.97 (6H, d, J = 6.8 Hz), 1.38 (9H, s), 2.16-2.25 (1H, m), 2. 

43 (3H, s), 2.66 (3H, s), 2.77 (2H, d, J = 7.2 Hz), 3.31 (2H, s), 4.07 (2H, d, J 
= 4.7 Hz), 7.04 (2H, d. J = 8.0 Hz), 7.31 (2H, d, J = 8.0 Hz). 

3 ) |[5-(~>ry ^ f-;W-2->f 7 7*fjv-6-> ^;v_4-(4-> f;v7x-;v) tf y v>-z-4 ;v 

]^ #/w*5 >&tert-y?-M0.11 g, 0.27 mmol) K > y y frjruWpWiS mUSrjDA 

»iV'J*m5A^n7h/?7-f -t?fflmtT, [5- (7 5 y ^ f-;V)-6-^ V 7*f;V 
-2-> fjM-(4-^f/l/7i-^) try y>-3-^;v]7-fe h- h y ;V (0.084 g, «99%) £ 

X H-NMR (CDCh) <* 10.99 (6H, d, J = 6.6 Hz), 2.11-2.22 (1H, m), 2.45 (3H, s), 2. 
66 (3H, s), 2.80 (2H, d, J = 7.2 Hz), 3.47 (2H, s), 3.74 (2H, brs), 7.17 (2H, d, 
J = 7.8 Hz), 7.42 (2H, d, J = 7.8 Hz). 
[0 0 7 4] 

$kMM 6 2- [5-( 7 S J * * ^)-6-W V ft )V-2-* f" ;V-4- (4-* f^7x-;l/) tf <J i> ^ 
-3--f ;V] 7-fe b 7 5 K-JfcBU* 

l) \15-&T s V7 , f;v-6-^f;M-(4-^f;v7x-;v) try ^y-3--f ^ 
#;W*5 V&tert-"7*f-M0.90 g, 2.2 mmol) <7>:t* y (20 mL) . 2$, 
fefc^ffcf- h y -7 At}ct#?&(5.5 mL, 11 mmol) £*&&n LT. 2^mtU^MW, Ltz Q KfcWLl~ 

;v)_2--f v^;v-6-^f-;v-4-(4-^f-;v7i-;v) try v^>-3-^ #;w*< > . 
mtert-^;K0.25 g, JR3(K27X) LT&fco 
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2 ) |[5-(2-7 5/ -2-t^rVxf )V) -2- 'fV/f ;i/-6-^ f - ^-4- (4- ^ f - >V 7 * - ;V) V 
^>_3_>f #;w*§ >®tert-^;V(0.25 g, 0.59 mmol) K h U 7 nffiBK 

5mL)£UDx.> M-C20#W«#Lfco Rl&ift*tt3fPM*K*»t. BSlxfJl'-f 

LTto W»K4ftJfe^bdc3!l-l,4-y*4r"9-^»«E(4 mL, 16 mmol) Sri&fln U $cEET*# 

yy^;v-2-^f-;v-4-(4-^^-;v7^-;v)tf v v>-3--f ;v]r-b br? K~^§^(0. 19 

g, W81%)^S-fe«t LT#^o 

^-NMR (CD 3 0D) 8 : 1.09-1.13 (6H, m), 2.09-2.22 (1H, m), 2.46 (3H, s) , 2.77-2.80 
(3H, m), 3.00-3.09 (2H, m), 3.51-3.55 (2H, m), 4.08 (2H, brs), 7.15-7.22 (2H. m 
), 7.47 (2H, d. J - 8.1 Hz). 

nnm 7 [5-(r 5 j * ?-;v)-6->r y/f*-z-> ^;i/_4-(4-^ f;v7x-;v) tf y v y-i 

1) |[5-(y7^^f;V)-2-^f y^f ;v_6-^ f ;V-4-(4-> f ;V7 xx;i/) f <J ^ 
*/Wt$ >®Hert-7^V(0.90 g, 2.2 mmoD^-X* ^ -M20 mL)it?&^ 2£1 
feiK^bf- h V *r A7K^fl8t(5.5 mL, 11 mmol) Lt, 1. 5B »^»IE Lfco 

A7 5K(5iiL)K»«m t 7 it* ^M0.65 g, 4.4 mmol) fc&Bfe* ^ A (0.61 g, 4.4 

mmol) t^inx.> ^za-cii^wm^L^o K^mmm^^^^., 

*yM7A^OYh^77^- T'ffi® L-C, [5- |[(tert--7* b * > * ;v**-;i/) 75 y] 
^ _6->f v -?*J-fr-2-* >^;V-4-(4-> ^71-^) tf 'J V-3->f A'jftBft^ ^ (0. 0 
97 g , JR^l0%)*?lMM&fc Lt#/; 0 

! H-NMR (CDCh) S : 0.97 (6H, d, J = 6.6 Hz), 1.38 (9H, s), 2.13-2.28 (1H, m), 2. 
40 (3H, s), 2.49 (3H, s), 2.75 (2H, d. J = 7.4 Hz), 3.36 (2H, s), 3.61 (3H, s), 
4.04-4.05 (2H, m), 4.27 (1H, brs), 6.98 (2H, d, J = 7.8 Hz), 7.23 (2H, d, J = 7. 
8 Hz). 

2 ) [5- |[(tert-7* f + v*^-^)75;]^^| -6--T V y^;V-2-> ^;V-4-(4-> f- 
A> 7i-^) tf U 3> >-3-^ f-^ (0. 097 g, 0. 22 mmol) j&» £ > Hfflffil 2 - 3 ) t 

WMHO^ttfcJ: 0, [5-(TS y^f;v)-M v^;i/-2-^f-;i/-4-(4-^f-;V7i-;v)if 
'Ji/^-3->f^]»R^f^*WI (0.069 g, W76*)*aM*i:lt#/;o 
^-NMR (CD3OD) § : 1.09-1.13 (6H, m), 2.12-2.26 (1H, m), 2.47 (3H, s), 2.84 (3H, 
s), 3.12 (2H, d, J = 7.4 Hz), 3.29-3.31 (2H, m), 3.63 (3H, s), 4.08 (2H, s), 7. 
19 (2H, d, J = 7.7 Hz), 7.48 (2H, d, J = 7.7 Hz). 
[0 0 7 5] 

m&MS (2E)-3-[5-(T 5 J * ^>V)-6->f 7 7*f^-2-^ f-;v_4-(4-^ fJV7x-;V) M 

1) |[5-(fc Kn^fy^ f ;v)-2--f yT'f JV-6-> f ;M-(4-pt f ;V7x-;v) v>>-3- 
-f 5 V^tert--7*f-;v(l.95 g, 4.9 mmol) Of b 7 t KD 7 7 V (50 mL) 
i&ifcfc, -mt-*>#>(4.9 s, 56 mmol)fc2Hlx.> Mz&"C19B#W«9$Lrt:o RJfcifcfcfcaft 

j [5-* ;v 5 ;v-2-W v ^f - ;v-6-> ^;v-4- (4-^ ^ ^ - ;v) 'j v-3--f ;v] ^ f-iu} * 
;w*5 >mtert-^^(1.25 g. W65%) fcHfeS^t Ltftfco 

^-NMR (CDCh) <J :0.98 (6H, d, J = 6.6 Hz), 1.39 (9H, s), 2.21-2.35 (1H, m), 2. 
43 (3H, s), 2.79 (3H, s), 2.82 (2H, d, J = 7.2 Hz), 4.15 (2H, d, J = 4.9 Hz), 4. 
38 (1H, brs), 7.10 (2H, d, J = 8.1 Hz), 7.29 (2H, d, J = 8.1 Hz), 9.71 (1H, s) . 

2) *A*y&mY (0.033 g, 1.5 iiol)»f b7t Kn77>(10 lnDilJ^ 
OVX-Ucmiti- h V "7 A (60%^, 0.060 g, 1. 5 mmol) £«] U 20^F^!t^L^o £f& 
jfti:, |[5-**3 A/-2-- f 77f:;V-6-^f;M-(4-^f^7x-;v) if' ; yv-3-^f 
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^-M #;W\*5 >^tert-r^-;v(0.38 g, 0.98 mmoD^T" h7tKD75>(5 mL)?#i&£ 

*nm<fc r > * - * a *»»u & <£ ^^n^TK-ejm^^^ t . 

tt> (2E)-3-[5- |[(tert-^ h * ^#-^) T 5 ^ ] * -6-4 V -??-)U-2-* 
4-(4-^f;V7x- ;V) fcf V S> > -3- 4 ;V] 7 * V ^ (0. 44 g, JR^96%) £ ftfl^t* 

1 H-NMR (CDCls) 5 10.98 (6H, d, J = 6.6 Hz), 1.23 (3H, t, J = 7.2 Hz), 1.39 (9H, 
s), 2.16-2.27 (1H, m). 2.40 (3H, s). 2.64 (3H, s), 2.77 (2H, d, J = 7.4 Hz), 4. 

08-4.17 (4H, m). 4.21 (1H, brs), 5.76 (1H. d. J = 16.4 Hz), 6.95 (2H, d, J = 8. 1 
Hz), 7.23 (2H, d, J = 8.1 Hz), 7.37 (1H, d, J = 16.4 Hz). 
3 ) (2E) -3- [5- i [ (tert-y h * -> * 7 5 J ] > ff- )\> I -6- 4 V * 

(4_pt f;i/7i;;i') if v v :/-3-4 ;v] 7 * u (o. 12 g, 0. 25 mmoi) £4^^^fc 

Tftfg - 1, 4- v * * ^ >M (5 mL, 20 mmoi) t ga-ClO^Wtt^Lfco MEE 

T»*I£S*U WM%*W$L3-3-K'-7- h7t K n 7 7 > f * J: I 

7h^57-f-"f»»U, (2E)-3-[5-(7 5 ^^)-6-4 7 7f M-^f M-(4-> 

f;V7x-;l/) tf U i> >-3-4 ;v] T (0. 059 g, W64%) £#7c 0 

1 H-NMR (CDCls) * 10.99 (6H, d, J = 6.6 Hz), 1.23 (3H, t, J = 7.2 Hz), 1.30 (2H, 

brs), 2.18-2.33 (1H, m), 2.40 (3H, s), 2.63 (3H, s), 2.79 (2H, d, J = 7.1 Hz), 
3.60 (2H, s), 4.13 (2H, q, J = 7.2 Hz), 5.76 (1H, d, J = 16.4 Hz), 7.01 (2H, d, 
J = 8.0 Hz), 7.24 (2H, d, J = 8.0 Hz), 7.39 (1H, d, J = 16.4 Hz). 
%mm 9 (2E)-3-[5-(7 5 J * ^;v)-6-4 Vf+fr-2r-* f-;V-4-(4-^ f^7x^;v) 

1; 'J >_3_xf ;v] T? V J^WL — JftBtffl 

1 ) (2E)-3-[5- |[(tert-r h * > * ;v*~-;v) T 5 J ] ^ -6-4 v y^;v-2-^ f-;v-4- 
(4_^^;i/7i-;V) tTV ^V-3-^f /1/|7? W$P^M0.32 g, 0.69 mmoi) ©r h 9 
Kn7 7V(10mL)^:> l&5t*lMt^ h V * A*»fc(3.4 nL, 3. 4 mmoi) »in t, 

*Lfco »^ ">'J *^*7A^ n v f ^5 7^ - «Lt, (2E)-3-[5-|[(tert- 
T'h^v'A^-^T^]^ -6-4 v 7^;v-2-^ -^;v-4-(4-^ tf >; 
i;>_3_^;V]T^ i;;vm(0.28 g, W93%) * LTftA. 

1 H-NMR (CDCls) * : 0.96 (6H, d, J = 6.4 Hz), 1.39 (9H, s), 2.10-2.20 (1H, m), 2. 
39 (3H, s), 2.64 (3H, s), 2.79 (2H, d, J = 7.2 Hz), 4.00-4.20 (2H, m). 4.34 (1H, 

brs), 5.76 (1H, d, J = 16.4 Hz), 6.97 (2H, d, J = 7.5 Hz), 7.22 (2H, d, J = 7.5 

Hz), 7.41 (1H, d, J = 16.4 Hz). 

2 ) (2E)-3-[5- 1 [(tert-T* h * 7 5 ] > -6-4 V 7*?-;V-2-^ ^;V-4- 

(4-^ fjl/?!-;!') tf V i> >-3-4 T 9 U ^K(0. 093 g, 0. 21 mmoi) tf* <b > ^t&M 2 - 
3) tmmoJjmKX*), (2E)-3-[5-(7 5 y ^ f ;V)-6-^f V7*f-;l/-2-^ f ;V-4-(4-pi f 

;v7^-;v)tfU vy-z-4 ;v]7^'j;vK (0.077 g, W90tttSft»*fc 

^-NMR (CD3OD) 5 : 1.10 (6H, d, J = 6.6 Hz), 2.12-2.27 (1H, m), 2.46 (3H, brs), 
2.84 (3H, s), 3.05 (2H, d, J = 7.5 Hz), 4.13 (2H, s), 5.98 (1H, d, J = 16.3 Hz), 
7.20 (2H, d, J = 8.0 Hz), 7.25 (1H, d, J = 16.3 Hz), 7.46 (2H, d, J = 8.0 Hz). 
[0 0 7 6] 

mmwi 0 (2E)-3-[5-(7 5 y ^ f ;v)-6-^f v 7f ;w2-> f ;v-4-(4-^ f ;V7 x - 

1 ) (2E)-3-[5-|[(tert-7 b 4r y*JV**-;V)7 5 / ]^ -6-4 V7f;V-2^ f-;V-4- 
(4_^-^;V7i-;V)tf'jy>-3-4;l/]7^';;vM(0.19 g, 0.43 mmoi) tf^. 3 - 
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1) tmmv>*m-£*). |[5-[(lE)-3-7^-3-t^V^o^-l-x>-MJV]-2-^V 
7f;l/.6->f)M-(4->f^7x-;v) bfU ~;>-3-^;v]^f-->Vl #;w*3 ^Ktert-^*- 
MO. 19 g, JDU*S99X)*»fco 

J H-NMR (CDsOD) <5 10.97 (6H, d, J = 6.6 Hz), 1.39 (9H, s), 2.09-2.20 (1H. m), 2. 
37 (3H, s), 2.59 (3H, s), 2.74 (2H, d, J = 7.2 Hz), 3.99 (2H, s), 4.34 (1H, brs) 
, 6.00 (1H, d, J = 16.2 Hz), 7.06 (2H, d, J = 8.1 Hz), 7.22-7.28 (3H, m). 
2 ) I [5- [(IE) -3- T ?y-3-t^rV ■/n^-l-xV-l-'f ;V]-2->f V^f-^-6-> ^;V-4-(4- 
^f]V7i;jV) fcf'J v>-3--f y^tert-Vf-^ (0.083 g, 0.19 mmol 

*»W2-3) kra#©^ffiUJ:0, (2E)-3-[5-(T3>'^;V)-6-'f V^fM 
f ;v-4- (4-^ f ;v 7 x - jv) f >j >-3-^f ;H 7 ^ 'J ^ 7 5 K ~mm^(0.078 g, JR 
3$99%)£#£o 

^-NMR (CD3OD) 5 : 1.11 (6H, d, J = 6.6 Hz), 2.13-2.22 (1H, m), 2.45 (3H, s), 2. 
87 (3H, s), 3.10 (2H, d, J = 7.5 Hz), 4.15 (2H, s), 6.12 (1H, d, J = 16.2 Hz), 7 
.11 (1H, d, J = 16.2 Hz), 7.23 (2H, d, J = 7.9 Hz), 7.45 (2H, d, J = 7.9 Hz). 

mmmi 1 5-(7 5 y ^ f»-6->f v yf ^-2-> f ^-4-7 i^^-af 

1) ;V-3-t^7A^t> - F V;v(5.0 g, 40 mmol) fc> t>X7 W K (4.2 g 
, 40 mmol), 3-T$ J*u Y >BL* *->l/(4.6 S, 40 moDbfrh, 1-2) tWiU 
O^ftCJ: t?. 5-'>7/-6-'f V 7f ;v-2-^ f ^-4-7 x - 4-y t Knifvyy-3- 
*>i'#>Bt**-*'(i0.7 g, W86*)*e-fe»*fc tt#to 

X H-NMR (CDCh) 5 :0.93 (3H, d, J = 6.6 Hz), 0.99 (3H, d, J = 6.6 Hz), 1.82-1.97 
(1H, m), 2.18-2.34 (2H, m), 2.38 (3H, s), 3.57 (3H, s), 4.61 (1H, s), 5.69 (1H, 
brs), 7.18-7.32 (5H, m). 

2) 5-v7;-6-^ 7 7*f ;V-2-^ f)M-7x-M,4-y t Kn If 'J V>-Z-iJ frtf>Wt 
j*f-;v(l0.7 g, 34 mmol) frb, 2£Sfc0)l-3) t H#<Z>:&ftfc J: «5 ^ 5-v7^-6-'f 7 7" 
fji/.2_>fjv-4-7x-^-3f>S^f ;K8.4 g, JRap80»)*6fe»5|ta: LtUt 
1 H-NMR (CDCh) 5 : 1.01 (6H, d, J = 6.8 Hz), 2.21-2.35 (1H, m), 2.64 (3H, s), 2. 
96 (2H, d, J = 7.2 Hz), 3.57 (3H, s), 7.33-7.39 (2H. m), 7.44-7.50 (3H, m). 

3) 5- ■5' 7V -6- 4 7 7'f;i'-2-^f;M-7x-JV-nf ^f;V(8.4 g, 27 mmol) 
**Wl-4) tmm<r>*mz* «K 5-(75^^fJl')-6-'f yTf^-2-^f*-4- 

7i-)I/i3f^R>f^(0.21 g, JRap2.5X)*efe»*fc LT*§fc 0 
^-NMR (CDCh) 5 : 1.02 (6H, d, J = 6.6 Hz). 2.17-2.33 (1H, m), 2.54 (3H, s), 2. 
81 (2H, d, J = 7.4 Hz), 3.46 (3H, s), 3.65 (2H. s), 7.20-7.25 (2H, m), 7.38-7.46 
(3H, m). 
[0 0 7 7] 

UMmi 2 5-(75/^f;v)-6-'f yW-4-(4-^f*7xi*)-2-7n^-3f 

1) 3-^^y^^-9->M^f ;V(7.2 g, 50 mmol) M?T V*- "7 A (19. 3 g, 250 mmo 
lK ffc$K3.0 g, 50 mmol), $3 <fc tCh^i^ (500 mL) tfrb* Dean-Stark h 9 

5.^ f ;v-3-t + VA^rfV - h V ;V(5.0 g, 40 mmol)t, p-h;VT^r't K (4.8 g, 
40 mmol) > is XTmfRUt:3-7 5 y *)\'<nm&mWto tfrb, Hifcfll 

1-2) £ W*«!>*ttC i 0 . 5-fT^-6-^ v^f;w4-(4-^fJV7x-;v)-2-7ne 
;v_l,4-v>fc KD tf V y>-3_5tr/nK>aM'?-/i'(11.8 g. JR*84»)*»*t*fc tt#/; 0 
1 H-NMR (CDCh) 5 10.93-1.05 (6H, m), 1.26 (3H, q, J = 7.2 Hz), 1.59-1.69 (2H, m 
) 1.83-1.96 (1H, m), 2.23-2.47 (2H, m), 2.30 (3H, s), 2.69-2.74 (2H, m), 3.57 ( 
3H, s), 4.58 (1H. s), 5.65 (1H, brs), 7.09 (2H, d, J = 8. 1 Hz). 7.13 (2H, d, J = 

8.1 Hz). 

2 ) 5-">T v r?-;w4-(4-^ f ;V7x^;v)-2-7n fc?;i/-l,4--:> \l Kn M y v >-3 
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-*;W**Vg?^^;Kll.8 g, 33 mmol) frb, 1 - 3 ) i: IWJ^^SIC J: <9 > 5-v 

y7'f;M-(4-^f^7x^;v)-2-^n if;l/-3f v^f ;v(9.4 g, W80% 

^-NMR (CDCh) d :0.98 (3H, t, J = 7.4 Hz), 1.01 (6H, d, J = 6.6 Hz), 1.73-1.85 
(2H, m), 2.22-2.35 (1H, m), 2.41 (3H, s), 2.78 (2H. m), 2.96 (2H, d, J = 7.4 Hz 
), 3.58 (3H, s), 7.23-7.32 (4H, m). 

3) 5-'>T^-6-W v^;v-4-(4-^f-;V7i-;v)-2-7 p nkT;i/^3f->'^^;v(0.88 g 

, 2.6 mmol) ^<b. #dfe#ll-4) t W\Wt<Oj3m~ * *) , 5-(T 5 J * f-;v)-6--f V 
-4-(4.^f;i/7x-;v)-2-^D tf;i/~ n ?-;K0. 78 gf JR.^88*) £ tit 

^-NMR (CDCh) $ 10.94-0.99 (9H, m), 1.70-1.83 (2H, m), 2.18-2.31 (1H, m), 2.39 
(3H, s), 2.69-2.74 (2H, m), 2.81 (2H, d, J = 7.2 Hz), 3.48 (3H, s), 3.65 (2H, s 
), 7.12 (2H, d, J = 8.1 Hz), 7.21 (2H, d, J = 8.1 Hz). 

$mwi 3 [5-(7 5 y jvj-e-'f v/f ;v-2-^ f ;m-(4-^ f ;v7x^;v) if v y v 

1) [5-|[(tert-y*h*v#;w-K^;i/)7 5 y" ]^ t^W -6-^ V -f^-)V-2-^ f-;P-4-(4-> f- 
)Vy x.-)V)\ZV V>-3-4 WWrWLJ^fr (.0.25 g, 0.56 mmol) Of h- 7t Ktt79>(15 
mQigMfcK, oi^y-;i/(lO mL) h V A7ki#?£(3.0 mL, 24 mmol) ^DP 
x.T, 3B#lffljDnafcai«ttL;fco RJ&«fc6&5fc*»-«ttfcU HixfjK*ttmL/;o tftffl 

»*->y *yjv*7A7D7 b ^7 7^--eiltt, [5-i[(tert--7*h^->*;v>K-;v) 
75;]^ ^jv} -6--f V 7*f-;i/-2-> ^;v-4-(4-> 7 x -^) tT V v >-3-^f ;v]SI^(0. 
16 g, JW6590 £fi-fe^*t LT#£o 

2) [5-|[(tert--7*h^r'>*;^^-^)T5 y]^f ;V[-6->f V ^f-;W-2-^ ^;V-4-(4-^ -f" 
;V7x-;V)lfU y>-3--f;V]W(0.16 g, 0.36 mmol) ^<b> 2 - 3 ) tMffi<Djj 

[5-(75;>f;v)-6-'f V7*f ;v-2-^ ;i/-4-(4-^ f ;W7x^;i/) tr V P>-3 

)vmm. -^m*g(o.i5 g, w99%)*&&nMt lt#^ 0 

^-NMR (CD3OD) 5 : 1. 10 (6H, d, J = 6.4 Hz), 2.09-2.25 (1H, m), 2.48 (3H, s), 2. 
84 (3H, s), 3.10 (2H, d, J = 7.4 Hz), 3.60 (2H, s), 4.09 (2H, s), 7.20 (2H, d, J 
= 7.9 Hz), 7.49 (2H, d, J = 7.9 Hz). 
[0 0 7 8] 

$kMM 1 4 5-(7^^f;V)-6-^f V7"f ;i/-2-(2-^ h *->-2-** yxf;U)-4-(4-^ 

1) £tfc0ll2-l) fclTOO^ftfcJ: l>, 1,3-7-t h ^y*^#y»y^f^(7.0 g, 
40 mmol)^<b3-75 S s<y ? -2-^>~^*J X J~ ;v£#£o 

<&btitz3-T 5 y ^ -2- j. /k feiifs-^fiv-s-t+v^^tv - b 

VM5.0 g, 40 mmol). p- b >U T >V £ K (4.8 g, 40 mmol)i^<b> 5-y7/-6-^ V7* 
^;v-2-(2-^ b ^ v-2-t * vxf ^)4-(4-> f jv 7 x - 4-s; t Kntfy >>>-3- 

(11.5 g, JRf75X)*ffeitti:Lt#/to 
^-NMR (CDCh) S 10.94 (3H, d, J = 6.6 Hz), 0.98 (3H, d, J = 6.6 Hz), 1.85-2.00 
(1H, m), 2.20-2.40 (2H, m), 2.31 (3H, s), 3.58 (3H, s), 3.77 (3H, s), 3.85-4.10 
(2H, m), 4.59 (1H, s), 7.01 (1H, brs), 7.10 (2H, d, J = 8.1 Hz), 7.16 (2H, d, J 
= 8.1 Hz). 

2) 5-y7/'-6->fy7*f;l'-2-(2-^ f^y-2-t + 7xf^)-4-(4->fJV7xx;v)-i,4 

Kn fcf' ) y>-3-*;VsK>^ ^Mll.5 g, 30 mmol)^<b. &t&01 1 ~ 3 ) tWlffi. 
V>J5&K£*), 5-i/7y-6-/fV7*f;i'-2-(2-^ b y-2-t * 7 xf ;v)4-(4-^ f>7 

3f>R>f M3.2 g, JRsp28X)*J*efefl!l«»fcLTf»^o 
^-NMR (CDCh) S 11.01 (6H, d, J = 6.6 Hz), 2.20-2.35 (1H, m), 2.41 (3H, s), 2. 
97 (2H, d, J = 7.2 Hz), 3.54 (3H, s), 3.71 (3H, s), 4.04 (2H, s), 7.20-7.30 (4H, 
m). 
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3) 5 .y7;.6-fy/f;V-2-(2-^ h * ->-2-* ^ V if ^)-4-(4-> f ;V7 x - - n 
fy®>f;K3.2g, 8.4 nmol)*^ Hifeflll-4) Hflto^teK J: «K 5-(75^^ 
^;V)_6-xf yyf;l/-2-(2-^ h *i/-2-t*Vif *)-4-(4->f ^7xi*)-3fVR 
^f;H2.5g, Jfc*77%)***fe«|JRitofc Ltftfc. 

1 H-NMR (CDCh) 8 :0.98 (6H, d, J = 6.8 Hz), 1.39 (2H, brs), 2.15-2.35 (1H. m), 
2.39 (3H. s), 2.82 (2H, d, J = 7.4 Hz), 3.45 (3H, s), 3.67 (2H, s), 3.70 (3H, s) 
, 3.94 (2H, s), 7.05-7.25 (4H, m). 

1) 5-^f ;V-3-^^rV^^r-9->- h V ;V(15.0 g, 120 mmol) 2,6-'77;^D^>X 
TA/fbK (17.0 g, 120 mmol K J3 J: 0^3-7 5 ^ * n h ^;V(13.8 g, 120 mmol) 

^»J1~2) fcn*0*tt»CJ: >9> 5-->7y-4-(2,6--77^i07x-^)-6- 
W 7 7f ;i/-2-^f ;wi,4-'7fc Kne'J^>-3-*^'f^f^(W.8 g, «3690 £jt 

^-NMR (CDCh) $ : 0.95-1.05 (6H, m), 1.80-2.05 (1H, m), 2.10-2.45 (2H. m), 2.31 
(3H, s), 3.56 (3H, s), 5.21 (1H, s), 5.87 (1H, brs), 6.75-6.90 (2H, m), 7.05-7. 
25 (1H, m). 

2) 5-'>7A4-(2,6-'77;^0 7x^;V)-6-'f V7^;V-2-* ;V-l,4--7fc Kn try v 
>-3-*;v^^^f-;V(14.8 g, 43 mmol) tf*<b. *I^l-3) i: ITO OTTScK <£ »9 > 5- 
yj; _4-(2, 6-v 7 n 7 a. -;v)-6-^f V 7f 3 vBL* ^ (11. 7 g, 

1 H-NMR (CDCls) 5 :1.15 (6H, d, J = 6.6 Hz), 2.15-2.40 (1H, m), 2.72 (3H, s), 2. 
97 (2H, d, J = 7.0 Hz), 3.65 (3H, s), 6.95-7.10 (2H, m), 7.35-7.55 (1H, m). 
3 ) 5- v 7 J -4- (2,6-y'7)l'tn7x^Jl') -6- -f 77f >W2-;>t f - 3 ;v (11 

.7 g, 34 mmol) ^ ib > HJfcm - 4 ) W^O^feK J: *9 * 5-(75 ;V)-4-(2,6-y 
7;^ n 7 x - j^-e-'f V 7f ;v-2-> f - 3 f (9.8 g, 4X3*83%) fcSfcjtfe 

X H-NMR (CDCh) 5 :0.99 (6H, d, J = 6.6 Hz), 1.51 (2H, brs), 2.15-2.35 (1H, m), 
2.60 (3H, s), 2.83 (2H, d, J = 7.5 Hz), 3.56 (3H, s), 3.62 (2H, s), 6.95-7.05 (2 
H, m), 7.35-7.50 (1H, m). 
»jflC48-49T: 
[0 0 7 9] 

mmmi 6 5-(7 5^ *^;v)-4-(4- 7HD7 xi;v)-6-^V7f;v-2-^f;V-3f 

1) 5-^^;V-3-^^V^^-9*>- h ';^(15.0 g, 120 mmol) 4-7;Vto^>X7^ 
ft K (14.9 g, 120 mmol), ^ i 1^3-7 ^ ^ O b >H> f;V (13. 8 g, 120 mmol) fc** 

mmmi-2) hm-m^m^x*), 5-->7/-4-(4-7;^n7x-;v)-6-'fy7f 

^-2-^f;M,4-yt Knify 'J>-3-Hj)\/^>^^-)V(.27A g, J«70%) fcStfeflfitfc^ 

2) 5-y7°;-4-(4-7^tn7x-^)-M V7f*-2-^ ^-1,4-vt: Kn fcf y v^-3 
-tf/UtfrvSMf M27 g, 82 mmol) Hif^l-3) t |Wtff07j&&C <t *) „ 5-->77 
4-(4-7;V t n 7 x - ;V)-6-^f 7 7f ;V-2-> f JV - 3 f >f ^ f ^(24. 0 g, JR*61X) * 

^-NMR (CDCh) 5 11.01 (6H, d, J = 6.6 Hz), 2.15-2.40 (1H, m), 2.64 (3H, s), 2. 
96 (2H, d. J = 7.2 Hz), 3.61 (3H, s), 7.10-7.40 (4H, m). 

3) 5-->774-(4-7;Vt07x-;V)-6-^ v7f^-2-^f n-f- -f-;V(13. 0 g 
, 40 mmol) ^"b. 2Sifc« 1 - 4 ) £ J: *K 5-(T ^ 7 * f-/l/)-4-(4-7 n 
7x-;P)-6-'f77f;V-2-^f;V-3f y^f;v(11.2 g, JR$S85%)*tfeStfeH#*: L 

^-NMMCDCh) S 10.98 (6H, d, J = 6.6 Hz), 1.26 (2H, brs), 2.15-2.35 (1H, m), 
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^-v: 37/ 



2.54 (3H, s), 2.81 (2H, d. J = 7.2 Hz), 3.51 (3H, s), 3.65 (2H, s), 7.00-7.30 (4 
H, m). 

55-57*0 

17 5-(75>'^f^)-6-'fyyfJl'-4-(4-^f;V7x-^)-2-'/n^-3f 



1) 5-(75 7 ^f-;iO-6--f v/f-^-4-(4-^-f->W7i-^)-2-"/nkf^-3^-v»>f- 
;v(0.78 g, 2.2 moDfrh, 2 - 1 ) £ BM*©#ifcfc <fc «5 , 5-|[(tert-:7 

;v^;v)7?y]^fJV|-M vyf;M-(4-^f;v7x-;v)-2-^n tt^-af 
^;K0.7l g, W71%)*afe@^fc Lt#fc 0 

a H-NMR (CDCh) 5 : 0.94-0.99 (9H, m), 1.39 (9H, s), 1.70-1.83 (2H, m), 2.16-2.27 
(1H, m), 2.38 (3H, s), 2.70-2.75 (2H, m), 2.79 (2H, d, J = 7.2 Hz), 3.48 (3H, s 

), 4.14 (2H, d, J = 4.9 Hz), 4.24 (1H, brs), 7.06 (2H, d, J = 7.9 Hz), 7.20 (2H, 
d, J = 7. 9 Hz) . 

2 ) 5- 1 [ (tert-y h * ~> * )V) T 5 J ] ^ *M V ^^;U-4- (4-^ f^7x^ 
)_2-t p o tT;v— nf->^^-f-;v(0.71 g, 1.6 mmoD^ib, ^Mffl 2 - 2 ) tR^O^'ftt- 
J: 19. 5-|[(tert-y ^'>*;V*-;V)7? y ] * -6-^f V7f M-(4-^f JV7x^ 
;v)_2-7 p nn°;v^3^->'m(0.59 g, «86%) £#£ 0 

1 H-NMR (CDCh) 8 I 0.94-1.05 (9H, m), 1.39 (9H, s), 1.72-1.84 (2H, m), 2.12-2.22 
(1H, m), 2.38 (3H, s), 2.81-2.92 (4H, m), 4.40-4.09 (2H, m). 7.20 (2H, d, J = 8 
.3 Hz), 7.26 (2H, d, J = 8.3 Hz). 

3 ) 5- 1 [ ( ter t- 7 Y * *s * * # - 7 5 J ] ^ f - ;V I -6- <Y V f * ;V-4- (4-^f;V7x-;V 
)-2-^nf;i/-nf >^(0.59 g, 1.3 mmoD^ib. 2 - 3 ) t M^&K: J: <9 . 
5-(75/ ^f;V)-6-^V/f^-4-(4-^fJV7x-;V)-2-7 , Dt:jl/-3f->g6 

(0.50 g, «90%)£S-fe©*t Lt#to 

^-NMR (CD3OD) 5 11.04-1.13 (9H, m), 1.76-1.91 (2H, m), 2.13-2.25 (1H, m), 2.44 
(3H, s), 3.01-3.18 (4H, m), 4.20 (2H, brs), 7.28-7.36 (2H, m), 7.43 (2H, d, J = 
7.9 Hz). 
[0 0 8 01 

%mmi 8 5-(7 5 7 ^ f ;v)-6-^ v 7f ;w2-> f ^-4-7 x^;v - nf 
1) 5_(r^ J ^f-;V)-6-^f v7fjV-2-^f;M-7 ia;vinf>t^f;K8.5 g, 27 
mmol)^<b. »#!I2-1) i: l^iO^fti: <t >5 . 5- {[(tert-7* h * -> * ;V**-;V) T * J 
Uf-M-e-J y 7f f ;v-4-7 x - 3 f v§> f ;v (9. 4 g, W83%)£a-fe 

1 H-NMR (CDCh) 8 10.98 (6H, d, J = 6.6 Hz), 1.39 (9H, s), 2.15-2.20 (1H, m), 2. 
55 (3H, s), 2.79 (2H, d, J = 7.2 Hz), 3.46 (3H, s), 4.14 (2H, d, J = 4.9 Hz), 4. 
24 (1H, brs), 7.14-7.21 (2H, m), 7.37-7.44 (3H, m). 

2 ) 5- I [(tert-y l«^v'*^l')7 5 7]> -6--T V ^^^-2-^ f-;i/-4-7 ^ 
iafy^fjWl.Og, 2.4 mmol)^<b. fkt&W 2 - 2 ) t |WMftf>7J&K J: «5 , 5-l[(te 

rt-7 h ^ -> * 7 5 y ] ^ f ;H -6--f y 7f ;v-2-^ f ;v-4-7 x - jv- 3 f yH( 

0.39 g, JR^40%)^e-fe@#i: LT#£ 0 

3 ) 5- 1 [ (tert-r b * -> * frtf- 7 * J ] * -6-W V ;V-2-^ f-;V-4- 7 x - ;v 
-r/^>m(0.39 g, 0.98 mmol)^<bx Hi&tffl 2 - 3 ) t |W|li<Z>;fr&K £ <9 ^ 5-(75 7> 
^;V)-6--f y7f^-2-^f^-4-7x-;V-3f>i ZMt(0.25 g. iRW*)*^^ 

X H-NMR (CD 3 0D)°5 : 1.04-1.15 (6H, m), 2.12-2.28 (1H, m), 2.78-2.89 (3H. m), 3.01 
-3.14 (2H, m), 4.13-4.20 (2H, m), 7.38-7.47 (2H, m), 7.56-7.63 (3H, m). 
mmmi 9 5-[(^^ f ^7 5 y ) ^ f ;v]-6-^ y 7f ^-2-> f ;W4-(4-> f ^ 7 x - fl/ 

5-(75y^fJi/)-6-^f V T f - ;v-2-^ (4-^f;i'7x-;v)-3f ;v (0. 50 

g, 1.6 mmol)i:> r»(5 mL)>. * J-tf*^ U >(5 mL) % ^,tS^=S:100 < Ct?12^ 
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4 --Cffitl Lt, 5-[(S» f^T^)^ f-*]-6--f V "f f-;V-4-(4-^ Wx 
-;v)^=»^>m> ^^(0.10 g, JR5pl9»)-C»fco 

^-NMR (CDCh) 5 10.98 (6H, d, J = 6.8 Hz), 1.97 (6H, s), 2.14-2.28 (1H, m), 2. 
39 (3H, s), 2.53 (3H. s), 2.89 (2H, d, J = 7.4 Hz), 3.23 (2H, s), 3.48 (3H, s), 
7.04 (2H, d. J = 8.0 Hz), 7.17 (2H, d, J = 8.0 Hz). 

[0 0 8 1] , 

2 0 5-(7? J * T)T)-2-* f-;V-6-(2-> f;^a ^;v)-[4,4'-lf Vf U v>>]-3- 

1) 5-^^;V-3-^4rV^#^>- f 'JM15.0 g, 120 mmoDfc. ^fysnf'/TW 
K (12.8 g, 120 mmol), J3 <t 0*3-7 5 7 * n h >Wt* (13. 8 g, 120 mmol) t frb, 

4'-Vfvr»;y>-3-*^#>»^^^(26.4 g, W71*)£3tfettPt#&i: UT#fc 0 
2 ) 5- -> T J -6- W V ^ f - >V-2- ^ >u-l , 4- v F n -4 , 4 ' - tf fcf y V s -3- * > Bfe * 
;v(20 g, 64 mmoD^T-b b >(150 ■L)#*K. ffimziT A-fe 9 ? A (45 g, 82 m 

^nvF 77 7-f-t!|$Lt, 5-y7A6-^f y y^;V-2-^ ^;V-4,4'-lf tf V 5?>-3- 
*;U**>m^^^(10.2 g, W51%) fcStfefft*^ ^ LT#£o 

3) 5-->7^-6-< V7*f^-2-^f^-4,4 , -et:V 3>:/-3-* JUKS'HM f"Ml5. 0 g, 48 

^ju^'nlf>l/)-[4,4 , -lfeyy>']-3-*^#>»>^^(10.9 g, JR*72%) Sr^jtfeHff 

J H-NMR (CDCh) 5 10.99 (6H, d, J = 6.6 Hz), 1.33 (2H, brs), 2.15-2.40 (1H, m), 
2.57 (3H, s), 2.82 (2H, d, J = 7.2 Hz), 3.49 (3H, s), 3.61 (2H, s), 7.15-7.25 (2 
H, m), 8.65-8.70 (2H, m). 
iJ!£63-65'C 
[0 0 8 2] 

a&ttW*^ K (R a ymo n d) &©2fft T tf-x >f -X (D i a b e t e 
sK 4 71, 1 2 5 3 - 1 2 5 81, 1 9 9 8 40 «CT9 6^1^1/->^i^ 
-C3 OfeHILfco 7K6 9 a* K lMh'^-*»«*« (pH7. 5) 10// 1, 1 
mMG 1 y-P r o-p-NA**«l 0 0/<li:, WRft*tON, N-S» 

mU7t«2 0/u 1 fcJtlBi&'S'iSifcfcinx., 3 0lCT»#»S*B*ftLfeo OBt^^J:^ 
H*M^«5«bl6ft*^^ ^^V- h »J-^-*fflV»T*«4 0 5 nm-e«lJ^L-e-Oi#Jn 

(aods) ***^o t»^-6**-fr*flr^Kj6*»c*it*»*ieoJ«iin (a 

ODc) , •UMfc-frfciJJ: W****«:v»Rj&*K**t*«**«>l«lIP (AODb) * 
|1- [ (AODs-AODb) / (AODc-AODb) ] } X 1 0 0 

tOfc-fk^rtUff©^^^*"^^^"* 1 VM^ttJi. I Csolit (nM) t^U 
[^1] KTFLfco 
[*1] 



want** 1 cso^t 

(nM) 
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39/E 



1 5 2 0 

[0 0 8 31 

1 ) HJfe^l 1 toil&m 3 0 mg 

2) «ft*-fe^n-^ 1 0 mg 

3) 9UK 1 9 m S 

4 ) a z "7 12 -> ^ 1 m e 

ft 6 0 mg 

1) „ 2) . 3) ^^^4) ^rS^-LT, *5f>*^JH:*«t4o 

1 ) Hifeffl 1 <Dit&m 3 0 g 

2 ) ft* 5 0 8 

3) h ^-tn a'y^y-fy 15 g 

4) »^+->^f /Hr/un — ^*;Vv"i7A 44 g 

5) ^f7'J^^'>^^ L_g 

1 0 0 01? tt 14 0 g 
1) , 2) , 3) <D-£M&£Z?3 0g<^4) *#.-ca*#U «E*fc*^r^o 
Z<Dm%L-%.K 1 4g(04) £ J: 1 g<£ 5 ) £?1^U * WiSH"*.. 

[0 0 8 4] 

*&mt&®tt, «*Lfc^^f-^— «H«f^ffl*#U i!i«-MJ^i:'J:L 
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